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a1 


4-CF3 


2 


CH2Ph 


H f H 


A546 


a1 


4-CF3 


2 


CH2Ph 


H.C6H4-4-F 


A547 


al 


4-CF3 


2 


CH2C6H4-4-CF3 


H,H 


A548 


al 


4-CF3 


2 


CH2C6H4-4-CF3 


Me ? Me 


A549 


al 


4-CF3 


2 


CH2C6H4-4-CF3 


Et,Et 


A550 


al 


4-CF3 


2 


CH2C6H4-4-CF3 


H.Et 


A551 


al 


4-CF3 


2 


CH2C6H4-4-CF3 


H f Ph 


A552 


a1 


4-CF3 


2 


CH2C6H4-4-CF3 


H.C6H4-4-F 


A553 


al 


4-CF3 


2 


CH2C6H4-4-OCF3 


H,H 


A554 


al 


i 4-CF3 


2 


CH2C6H4-4-OCF3 


H.C6H4-4-F 


A555 


a1 


A AM 

4-CF3 


o 


PUOPRM4-4-Ph 
OntODrTt *+ nil 




A556 


a1 


4-CF3 


2 


CH2C6H4-4-Ph 


H.C6H4-4-F 


A557 


al 


4-CF3 


2 


CH2C6H4-2-CI 


H,H 


A558 


a1 


4-CF3 


2 


CH2C6H4-2-C1 


H.C6H4-4-F 


A559 


a1 


4-CF3 


2 


(CH2)2Ph 


H.H 


A560 


al 


4-CF3 


2 


(CH2)2Ph 


H.C6H4-4-F 


A561 


a1 


4-CF3 


2 


SPh 


H.H 
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mi 4] 



A562 
A563 
A564 
A565 
A566 
A567 
A568 
A569 
A570 
A571 
A572 
A573 
A574 
A575 
A576 
A577 
A578 
A579 
A580 
A581 
A582 
A583 
A584 
A585 
A586 
A587 
A588 
A589 
A590 
A591 
A592 
A593 
A594 
A595 
A596 
A597 
A598 
A599 
A600 
A601 
A602 
A603 
A604 
A605 



a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
al 
al 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
al 
a1 
a1 
al 
a1 
a1 
al 
a1 
al 
a1 
a1 
a1 
al 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
al 
a1 
a1 



4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
4-CF3 
H 

3- F 
2-Me 

3- OMe 

4- OH 

4- OMe 

2- Ac 
4-CH=CH2 
4-CF3, 3-F 

4-OCF3 
4-SMe 
3,5-difluoro 
H 
3-F 
2-Me 

3- OMe 

4- OH 



2 I SPh 
2 NH2 
2 NH2 
2 NHMe 
2 NHMe 
2 CH2-piperazino-Ph 
2 CH2-piperazino-Ph 
2 CH2-piperidino 
2 CH2-piperidino 
2 OCH2Ph 
2 OCH2Ph 
2 Ac 
2 Ac 
2 CONH2 
2 CONH2 
2 CSNH2 
2 CSNH2 
2 OCONH2 
2 OCONH2 
2 I OCSNH2 
OCSNH2 
OS02Me 
OS02Me 
OS02Ph 
OS02Ph 
1 



2 
2 
2 
2 
2 
2 
2 
0 
0 
0 
0 
0 
0 
0 
0 
0 
0 
0 
0 
0 
0 
0 
0 
0 



I 

H 
H 
H 
H 
H 
H 

Me 
Me 
Me 
Me 
Me 
Me 
OMe 
OMe 
OMe 
OMe 
OMe 



H.C6H4-4-F 
H,H 

H.C6H4-4-F 
H,H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
,H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H,H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 

H,H 

Me.Me 

Et,Et 

H.Et 

H.Ph 

H.C6H4-4-F 
H.H 
Me.Me 
Et,Et 
H.Et 
H.Ph 

H.C6H4-4-F 
H.H 
Me,Me 
Et,Et 
H.Et 
H.Ph 
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1*1 5] 



A606 


a1 


4-OMe 


0 


A607 


a1 


2-Ac 


0 


A608 


al 


4-CH=CH2 


0 


A609 


a1 ' 


*-CF3, 3-F 


0 


A610 


a1 


4-OCF3 


0 


A611 


a1 


4-SMe 


0 


A612 


a1 


3,5-difluoro 


0 


A613 


a1 


H 


0 


A614 


a1 


3-F 


0 


A615 


a1 


2-Me 


0 


A616 


a1 


3-OMe 


0 


A617 


a1 


4-OH 


0 


A618 


a1 


4-OMe 


0 


A619 


a1 


2-Ac 


0 


A620 


a1 


4-CH=CH2 


0 


A621 


a1 


4-CF3, 3-F 


0 


A622 


a1 


4-OCF3 


0 


A623 


a1 


4-SMe 


0 


A624 


a1 


3,5-difluoro 


0 


A625 


a1 


H 


0 


A626 


a1 


3-F 


0 


A627 


a1 


2-Me 


0 


A628 


a1 


3-OMe 


0 


A629 


al 


4-OH 


0 


A630 


a1 


4-OMe 


0 


A631 


a1 


2-Ac 


0 


A632 


a1 


4-CH=CH2 


0 


A633 


a1 


4-CF3. 3-F 


0 


A634 


al 


4-OCF3 


0 


A635 


al 


4-SMe 


0 


A636 


al 


3,5-difluoro 


0 


A637 


a1 


H 


0 


A638 


a1 


3-F 


0 


A639 


al 


2-Me 


0 


A640 


al 


3-OMe 


0 


A641 


a1 


4-OH 


0 


A642 


a1 


4-OMe 


0 


A643 


a1 


2-Ac 


0 


A644 


al 


4-CH=CH2 


0 


A645 


a1 


4-CF3. 3-F 


• Q 


A646 


a1 


4-OCF3 


0 


A647 


a1 


4-SMe 


c 


A648 


a1 


3,5-difluorc 


. c 


A649 


al 


H 


c 



[0 0 8 0] 



v_/ivic 1 


-i C6H4-4-F 


UntUn 




puohh 
onzon 


A C6H4-4-F 


onzoivie i 


1(11 


OnZOivie i 




Unzuivie 


Z4- C+ 
_XtCL 


OnZUivie 1 


n.cx 


OHZUIvle 




OnZUivie 


T,oon*+ *+ r 


r^ci 




Urj 


vie.mc 


Uro 


Ft Ft 


oro 


M Ft 




H Ph 

n,ni 


pcj 


u PRHA-4— F 




1-1 1-4 


OrlZOr'n 


u PfiWA-4— F 


OnZUOriZr'n 




O M ZO O M n 


u PRHA— 4— F 


CH2~morpholino 


n,rl 


CH2 - morpholino 


Me, Me 


CH2-morpholino 


C+ C+- 


GH2— morpholino 


u Ct- 
rl, tt 


CH2-morpholino 


h,rn 


CH2-morpholino 


rl.ODri** *t r 


OnZNnDU 


U 1-4 
ri,ri 


CH2NnDU 


rljOOn'fr *r r 


C = CPn 


u u 
n,rl 


/-V — AHL 

O — urn 


1-1 PR Wit— 4.— F 
n,ODn*f *+ r 


nu 

Pn 




nu 
rTl 




C6H4— 4— Uro 




Gbn4— 4— Oro 


u p. R MA—A— F 


/%£*i_i>i— o P rro 

Ubn4"o Oro 




Obri4— o Oro 


u PfiHA— A— F 


O0H4 4 On 


u U 

n,n 


Our14 *fr vjn 


H C6H4-4-F 




H,H 


CH2Ph 


H.C6H4-4-F 


CH2C6H4-4-CF3 


H.H 


CH2C6H4-4-CF3 


Me.Me 


CH2C6H4-4-CF3 


EtEt 


CH2C6H4-4-CF3 


H.Et 


CH2C6H4-4-CF3 


H.Ph 
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[£l 6] 



A650 


a1 


3-F 


0 


CH2C6H4-4-CF3 ^ 


1.C6H4-4-F 


A651 


a1 


2-Me 


0 


CH2C6H4-4-OCF3 


iH 


A652 


a1 


3-OMe 


0 


CH2C6H4-4-OCF3 \ 


■I.C6H4-4-F 


A653 


al 


4-OH 


0 


CH2C6H4-4-Ph I 


iH 


A654 


a1 


4-OMe 


0 


CH2C6H4-4-Ph \ 


H.C6H4-4-F 


A655 


a1 


2-Ac j 


0 


CH2C6H4-2-CI 


iH 


AR5R 


a1 


4-CH=CH2 


0 


CH2C6H4-2-CI 1 


H.C6H4-4-F 


A657 


al 


4-CF3. 3-F 


0 


(CH2)2Ph 1 


-I.H 


AR58 


a1 


4-OCF3 


0 


(CH2)2Ph 1 


-I.C6H4-4-F 


AR59 


a1 


4-SMe 


0 


SPh 1 


rH.H 


ARRO 


al 


3,5— difluoro 


0 


SPh 


H.C6H4-4-F 


ARR1 


a1 


H 


0 


NH2 


H.H 


ARR9 


a1 

CI 1 


3-F 


0 


NH2 


H.C6H4-4-F 


Afifi^ 


a i 


2-Me 


0 


NHMe 


H,H 


MOO*T 


al 


3-OMe 


o 


NHMe 


H.C6H4-4-F 


ARRR 


al 


4-OH 


o 


CH2— piperazino-Ph 


H,H 


ARRR 
MOOD 


a1 


4-OMe 


0 


CH2 — piperazino-Ph 


H.C6H4-4-F 


MOD / 


al 


2-Ac 


o 


CH2— piperidino 


H,H 


ARRP 


a! 


4-CH=CH2 


o 


CH2 — piperidino 


H.C6H4-4-F 


ARRQ 


a1 


4-CF3, 3-F 


0 


OCH2Ph 


H,H 


AR7H 


a1 

a 1 


4-OCF3 


0 


OCH2Ph 


H.C6H4-4-F 


AR71 


al 


4-SMe 


0 


Ac 


H.H 


AR79 


a1 

a I 


P5— •difluoro 


o 


Ac 


H.C6H4-4-F 


/AO / O 


a1 


H 


0 


CONH2 


H,H 


AR7A 


al 

a 1 


3-F 


o 


CONH2 


H.C6H4-4-F 


AR7R 

MO / vJ 


al 


2-Me 


0 


CSNH2 


H,H 


AR7R 

MO / O 


al 


3-OMe 


0 


CSNH2 


H.C6H4-4-F 


Aft77 
MO / / 


al 


4-OH 


o 


OCONH2 


H,H 


AR7R 
MO /O 


a! 
a 1 


4-OMe 


o 


OCONH2 


H.C6H4-4-F 


AR7Q 

md /y 


a1 


2-Ac 


o 


OCSNH2 


H,H 


MOOU 


al 


4-CH=CH2 


0 


OCSNH2 


H.C6H4-4-F 


AfiQI 
MOO 1 


al 


4-CF3, 3-F 


0 


OS02Me 


H,H 


ARB? 


al 


4-OCF3 


0 


OS02Me 


H.C6H4-4-F 


ARft^ 

MOOO 


a! 


4-SMe 


0 


OS02Ph 


H,H 


MOO*t 


a1 


3 r 5— difluoro 


0 


OS02Ph 


H.C6H4-4-F 


AfiRS 

r\\JO\J 


al 


H 


0 


I 


H.H 


ARRR 


a1 


3-F 


0 


I 


H.C6H4-4-F 


A687 


a1 


H 




H 


H.H 


A688 


al 


3-F 




H 


Me.Me 


A689 


a1 


2-Me 




H 


Et,Et 


A690 


a! 


3-OMe 




H 


H.Et 


A691 


al 


4-OH 




H 


H,Ph 


A692 


al 


4-OMe 




H 


H.C6H4-4-F 


A693 


al 


2-Ac 




Me 


H,H 


A694 


a1 


4-CH=CH2 


1 


Me 


Me.Me 


A695 


al 


4-CF3, 3-F 




Me 


Et.Et 
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A696 
A697 
A698 
A699 
A700 
A701 
A702 
A703 
A704 
A705 
A706 
A707 
A708 
A709 
A710 
A711 
A712 
A713 
A714 
A715 
A716 
A717 
A718 
A719 
A720 
A721 
A722 
A723 
A724 
A725 
A726 
A727 
A728 
A729 
A730 
A731 
A732 
A733 
A734 
A735 
A736 
A737 
A738 
A739 
A740 
A741 



al 

a1 

al 

a1 

a1 

al 

a1 

a1 

al 

a1 

a1 

a1 

a1 

a1 

al 

a1 

a1 

a1 

a1 

a1 

a1 

a1 

al 

a1 

a1 

a1 

a1 

a1 

a1 

a1 

a1 

a1 

a1 

a1 

a1 

a1 

a1 

a1 

al 

a1 

a1 

a1 

a1 

al 

a1 

a1 



4-OCF3 
4-SMe 
3,5-difluoro 
H 

3- F 
2-Me 

3- OMe 
4-OH 

4- OMe 

2- Ac 
4-CH=CH2 
4-CF3, 3-F 

4-OCF3 
4-SMe 
3.5-difluoro 
H 

3- F 
2-Me 

3- OMe 

4- OH 

4- OMe 

2- Ac 
4-CH=CH2 
4-CF3. 3-F 

4-OCF3 
4-SMe 
3,5-difluoro 
H 

3- F 
2-Me 

3- OMe 

4- OH 

4- OMe 

2- Ac 
4-CH=CH2 
4-CF3, 3-F 

4-OCF3 
4-SMe 
3.5-difluoro 
H 
3-F 
2-Me 

3- OMe 

4- OH 

4- OMe 
2-Ac 



Me 
Me 
Me 
OMe 
OMe 
OMe 
OMe 
OMe 
OMe 
CH20H 
CH20H 
CH20Me 
CH20Me 
CH20Me 
CH20Me 
CH20Me 
CH20Me 
CF3 
CF3 
CF3 
CF3 
. CF3 
CF3 
CH20Ph 
CH20Ph 
CH20CH2Ph 
CH20CH2Ph 
CH2-morphoIino 
CH2-morpholino 
CH2-morpholino 
CH2-morpholino 
CH2-morphoIino 
CH2-morpholino 
CH2NHBU 
CH2NHBU 
C = CPh 
C=CPh 
Ph 
Ph 

C6H4-4-CF3 
C6H4-4-CF3 
C6H4-3-CF3 
C6H4-3-CF3 
C6H4-4-0H 
C6H4-4-OH 
CH2Ph 



H.Et 
H.Ph 

H.C6H4-4-F 

H,H 

Me.Me 

Et,Et 

H.Et 

H.Ph 

H.C6H4-4-F 
H,H 

H.C6H4-4-F 

H,H 

Me.Me 

Et,Et 

H.Et 

H,Ph 

H.C6H4-4-F 

H,H 

Me.Me 

Et,Et 

H.Et 

H.Ph 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 

H.H 

Me.Me 

Et.Et 

H.Et 

H,Ph 

H.C6H4-4-F 
H,H 

H.C6H4-4-F 
H,H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 

H.C6H4-4-F 
H.H 
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A742 


a1 


4-CH=CH2 


2 


CH2Ph 


H.C6H4-4-F 


A743 


a1 


4-CF3, 3-F 


2 


CH2C6H4-4-CF3 


H.H 


A744 


a1 


4-OCF3 


2 


CH2C6H4-4-CF3 


Me.Me 


A745 


a1 


4-SMe 


2 


CH2C6H4-4-CF3 


Et,Et 


A746 


a1 


3,5-difluoro 


2 


CH2C6H4-4-CF3 


H.Et 


A747 


a1 


H 


2 


CH2C6H4-4-CF3 


H.Ph 


A748 


a1 


3-F 


2 


CH2C6H4-4-CF3 


H.C6H4-4-F 


A749 


a1 


2-Me 


2 


CH2C6H4-4-OCF3 


H.H 


A750 


a1 


3-OMe 


2 


CH2C6H4-4-OCF3 


H.C6H4-4-F 


A751 


a1 


4-OH 


2 


CH2C6H4-4-Ph 


H.H 


A752 


a1 


4-OMe 


2 


CH2C6H4-4-Ph 


H.C6H4-4-F 


A753 


a1 


2-Ac 


2 


CH2C6H4-2-CI 


H.H 


A754 


a1 


4-CH=CH2 


2 


CH2C6H4-2-CI 


H.C6H4-4-F 


A755 


a1 


4-CF3, 3-F 


2 


(CH2)2Ph 


H.H 


A756 


a1 


4-OCF3 


2 


(CH2)2Ph 


H.C6H4-4-F 


A757 


a1 


4-SMe 


2 


SPh 


H.H 


A758 


a1 


3,5-difluoro 


2 


SPh 


H.C6H4-4-F 


A759 


al 


H 


2 


NH2 


H.H 


A760 


a1 


3-F 


2 


NH2 


H.C6H4-4-F 


A761 


a1 


2-Me 


2 


NHMe 


H.H 


A762 


a1 


3-OMe 


2 


NHMe 


H.C6H4-4-F 


A763 


a1 


4-OH 


2 


CH2-piperazino-Ph 


H.H 


A764 


a1 


4-OMe 


2 


CH2-piperazino-Ph 


H.C6H4-4-F 


A765 


a1 


2-Ac 


2 


CH2-piperidino 


H.H 


A766 


a1 


4-CH=CH2 


2 


CH2-piperidino 


H.C6H4-4-F 


A767 


a1 


4-CF3, 3-F 


2 


OCH2Ph 


H,H 


A768 


a1 


4-OCF3 


2 


OCH2Ph 


H.C6H4-4-F 


A769 


a1 


4-SMe 


2 


Ac 


H.H 


A770 


a1 


3,5-difluoro 


2 


Ac 


H.C6H4-4-F 


A771 


a1 


H 


2 


CONH2 


H.H 


A772 


a1 


3-F 


2 


CONH2 


H.C6H4-4-F 


A773 


al 


2-Me 


2 


CSNH2 


H.H 


A774 


a1 


3-OMe 


2 


CSNH2 


H.C6H4-4-F 


A775 


al 


4-OH 


2 


OCONH2 


H.H 


A776 


a1 


4-OMe 


2 


OCONH2 


H.C6H4-4-F 


A777 


a1 


2-Ac 


2 


OCSNH2 


H.H 


A778 


a1 


4-CH=CH2 


2 


OCSNH2 


H.C6H4-4-F 


A779 


a1 


4-CF3. 3-F 


2 


OS02Me 


H.H 


A780 


a1 


4-OCF3 


2 


OS02Me 


H.C6H4-4-F 


A781 


a1 


4-SMe 


2 


OS02Ph 


H.H 


A782 


a1 


3,5-difluoro 


2 


OS02Ph 


H.C6H4-4-F 


A783 


a1 


H 


2 


I 


H.H 


A784 


I * 1 


3-F 


2 


I 


H.C6H4-4-F 
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R1 


R2 


DO DA 


A2353 


a7 


Me 


H 


-!,H 


A2354 


a7 


Me 


H 


\fle r Me 


A2355 


a7 


Me 


H 


Et,Et 


A2356 


a7 


Me 


H 


H.Et 


A2357 


a7 


Me 


H 


H.Ph 


A2358 


a7 


Me 


H 


H,C6H4-4-F 


A2359 


a7 


Me 


Me 


1 LI 


A2360 


a7 


Me 


Me 
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R 2 COOEt 



1 

5- (4-f'J7;i/in^f;V7i-^) - 'f 7 4 1 v*- ^ - 3 - * ;i"f y ^xf ;vxt, 
t-)V (R' = TFMP, R 2 = KU 1-1-1) 

ttm^-T-fr 6 0ml C'Jf 7At*7 (HJ^f;Vy'j;v) T 5 Kv#$C 15ml ^rlfUx. 
. 7 0X;mTK?£;fcpU 4-f>j7^tD^f;V7^f7x7y2. 8 2g»x- 

f;H 5ml«£l*|jS-6 5T:mTK>&*> 6 5^*1 T^TLt^o -ecot&A* £l£§^s-e 
1 7^«#La£ti:i-r;H 0 0ml &3jnx.7K<§\ ^ffi LTt^Srifit Lli°;^^- 
^ V ^ <> 1 H t LT 2 . 9 g#. ZbKmMZmML*--TfrX-mRL^-f 
&ZtX°m2£ s % 6 1 OmglfCo C^)'Jf7At3. 5 g^^^y-^3 5m K MB. 
H Fn^rv-;i/T 5 > 1 . 2 2 g 2 0 BtMitsfEL^o Y#S^*f£, * nn 

n:#L, : ^^ftv (l : l) -ei#tBU mmt 

^%*fcfe«hll tU2. 5 5 g#7t 0 t$6 0% 
[0 13 9] 

(1-1-2) ~ (1-1-4) feWUfc^jSLfeo 
[0 14 0] 
[§E6 4] 



No 


R 1 


R 2 


NMR 


1-1-1 


TFMP 


H 


1.46(3H,t ) J=6.9Hz),4.49(2H,q,J=6.9Hz),7.04(l 
H ) s),7.77(2H > d,J=8.7Hz) ) 7.95(2H,d,J=8.7Hz) 


1-1-2 


TFMP 


Me 


1.46(3H,t,J=6.9Hz),2.47(3H,s),4.49(2H,q,J=6.9 
Hz) ) 7.78(2H,d,J=8.4Hz),7.86(2H,d,J=8.4Hz) 


1-1-3 


p-Cl-CsEU- 


H 


1.45(3H,t,J=7.2Hz),4.48(2H,q,J=7.2Hz),6.92(l 
H,s),7.47(2H,d,J=8.4Hz),7.75(2H,d,J=8.4Hz) 


1-1-4 


tr v > - 
4— 


H 


1.46(3H ) t,J=7.2Hz),4.50(2H ) q,J=7.2Hz), 7.12(1 
H,s) > 7.68(2H,d,J=6.0Hz),879(2H,d,J=6.0Hz) 



[0 14 1] 

5 -7nt- 4 - ^^-^7^7*- 
[0 14 2] 



■lis- 3 - % JVtf^^x-l-frjuXT-fr (1-2-1) 



ffi!E# 2004-3122689 



#H 2004-121635 



^— 5>: 83/ 



ut 1 6 1 

M COOEt pQB Me^COOEt 

4 _ ^ 5 _ * 3? y - 2 , 5-ytKo^V^tV-^-3-* A/#>ixffl/i 

x ^ ;v6 4 5 gJ:*^yMV>5 4. 0 g«ftt^'^f ;V7r/5. 3 m 1 * 

Snx.> 8*ott2«^U« ^-^J^?*;***** 

*WD^H:#U ftlR^^:^^^ (1 : 8) -Ci&fflU «BB'ffrfr»**Jt& 
(Ommo t LX 7 . 3 6 g#^o JR^ 8 0 % 

J H-NMR(CDCl3): 1. 43(3H, t, J=7. 2Hz) , 2.19(3H.s), 4.45(2H,q, J=7.2Hz). 
[0 14 3] 
[it 1 7 ] 

Me P° OEt Me POOEt 

jrt — jrt 

Br^o" R 1 ^o' 

##$I3 . , _ 

fxf;H^r^ (R' = TFMP> 1-1-2) 

^ tj(1 _ 2 -i) 2 4 3mg*DME6mn:i»U 4-f'J7*tn^f*7 
xx^o>I2 8 5 mg> ***'^A4 2 Omg, P dC la ( d p p f) Jlmg 

****** ttiivn^U'K WET*****^*. 
y'J*^v^nvH:#U ^*-fr>' (1:8) -C*#ffiU ff^fc-ft**** 

fe<7)lt B e H t U2 3 9mgftfc. W8 0% 
[0 14 4] 
Mfcl 8] 

Rt / C °° Et NaBH; R l y^OH 



* > COOEt R*/^ 



R 1 = TFMP> R 2 = H. 2-1-1) 

Ar-fr (1 - 1 - 1) 1 0 g ^ - JH 5 m 1 e»it> *W, 

fe^Jtttv; bfcfj-u fij;»i^;n (1:8) -ctefflU H 

|5<bi^^^ B B ai:L-C8 2 Omg OCT 9 6%) tfrfclWif-*-^**;'** 
SftSL, Ikjfttl 1 1-1 1 3*C*>ttA*»fco 
[0 14 5] 

(2-1-2) ~ (2-1-9) ^ti:^L/: 0 
[0 14 6] 

ffiSE# 2004-3122689 



#H 2 0 0 4- 1 2 1 6 3 5 ^-v : 84/ 



[ft 6 5] 



No 


R 1 


R 2 


NMRfCDCla) 


2-1-1 


TFMP 


TT 

rl 


^.U4(lH,t ) J=6.0Hz),4.85(lrL,a,J=b.0nz^ /Uvlrl,s;, 
7.74(2H,d,J=8.4Hz) l 7.91(2H,d, J=8.4Hz) 


2-1-2 


TFMP 


Me 


1 QT/1 TT 4. T /? £>T_T-.\ j Qn/nTT ^v%\ *"7 ^7/? /OT T *1 T— Q /<T-Tr»\ I 

l.y7(lH,t,J— D.bJrtz),4»oO(^ldL,m),7 
7.85(2H,d,J=8.4Hz) 


2-1-3 


4-C1- CgH 4 - 


TT 

H 


4.o2(2H,s) J b.5o(lH,s),7.50(2Jrt,a,J=o.7W /. /^^xl,a 
,J=8.7Hz) 


2-1-4 


4- CI- CeHLt- 


Et 


1.25(on,t,J=7.2nz),2.bo(^H,q,J— 7.z^ 
7.47(2H,d,J=8.4Hz),7.63(2H,d,J=8.4Hz) 


n i c 
Z- 1-0 


ivie 


xl 


,J=0.6Hz) 


2-1-6 


Et 


H 


1.30(3H,t ) J=7.5Hz),2.23(lH,s),2.77(2H,qd ) J=7.5,0.6 
Hz),4.72(2H,s),6.04(lH,t,J=0.6Hz) 


2-1-7 


Br 


Me 


2.03(3H ) s),2.06(lH ) brt ) J=7.5Hz),4.73(2H,d, 
J=5.7Hz) 


2-1-8 


^ ;v * y > 
- 4 - -f ;i/ 


Me 


1.98(3H,s),3.35-3.38(4H ) m) ) 3.78-3.82(4H,m), 
4.60(2H,s) 


2-1-9 


k y y > -4- 


H 


2.20(lH,brs),4.85(2H,s),6.81(lH,s),7.65(2H,d,J=6.0 
Hz),8.75(2H,d,J=60Hz) 



[0 14 7] 
Htl9] 



1) o-&m 

"OH 3) Jftfittt n \ / ^OH 




##fIJ5 

#1 1 131 ^kW: 

3- t e r t -/W^ f iVv 'J * f ^- 5 - (4-h'J 7 fr* n ^ ^ 7 i 
/fv^fv-;v (R 1 = T F M P ^ R 2 = H. 2-2-1-1) 
[ 5 _ ( 4 _pj7;vtn^f;v7x-;v) ^7^7-^-3-^^] ( 
2 - l - l ) 8. 3 1 g, t -yfJV^f^y'J Hn^-f K5 . 6 7 g, <f 5 ^V- 
;V3 4 9 g, 1 6 0 m 1 2 WB«»Lfco a&*K*4:irax.* 

n n * ;v A -e 2 iltt tiJ L ^Hl* * l&jfaitlfcac-CJOUfcftiMfe. «^ ^V7At 

i^^-g-v (i : 9) -etettiU iMB^** t lt i 1. 5 g #*r 0 4 

^-NMRCCDCh): 0.14(6H, s). 0.94(9H, s), 4.82(2H, s), 6.68(1H, s), 7.73(2H, d, J 
=8.4 Hz) ,7. 91 (2H, d, J=8.4 Hz). 
[0 14 8] 

TBS#-*R'=TFMP, R 2 = Br 

4 _y n ^_ 3 - t e r t —~f+* 9 J* fr** *s * 5 - (4-h'J 7;V^ 

D^Wi^V) -fV^r^V*-^ (2-2-2-1) 

3 - t e r t -7*f;vy> ^;v~>y 5 - (4 - b y -7;v^-n^ ^;w-7 

i - ;V) ^ V^r-9-V*-;v (2-2-1-1) 9. 5 0 g 4f b 7 t Kn79 V 190m 
1 KiiLfco r^iti:n-7*f;>'J f7AWA^t« (1 . 57M) £-78"C 

ttiiE#2 004-3122689 



#M 2004-121635 



^- y : 85/ 



Tl 5 5W*T*TLfc» -7 8t;-C7 0*B«#Mfc, *^9- 3 6 g * 1 0£*££* 

tl/'o - 7 8W2Wjim ^as-c^au i o b 'J * A7ta*«*iDx 

RSSSrflfihbfco ftBfc^^^WW^ ftPfn*8fcire«te»K 

, *JET***«*U «IB^^ : Sr^'fe^^tLTl 1. 6 g#*o Jfc* 1 0 0 % 

VNMR(CDCb): 0.16(6H, s), 0.94(9H, s), 4.81(2H, s), 7.77(2H, d, J-8.1 Hz), 8.1 
8(2H, d, J=8.1 Hz). 
[0 14 9] 

TBS*, R 2 = B r-R'=TFMP, 

4_^yv';v-3- (tert-^f^WJm^f*') -5 - (4-hU 
7JVtn^fJl'7x-;V) -fV + ty-^ (2-2-2-2) 

Ml96mgHf7tKn77>2mli:IIU 1. 2-V/ntx^2 8m 
g^inx.T5^, ^nn f'J^f;vy7> 1 6 m g fctax-T 5 ^^y* 
y-n-r-f K3 7 6 mg^ff7tFn77>4ml KitFfllU £ tL^RjS^^T Lfco 
3 0 JB06«*4-^n*-3- t e r t 

;v _ 5 _ ( 4 _HJ7^n^;V7x^) -fVW-A' (2-2-2-1) 376 
mg> »f;<?5;9A 1 1 rag. h V a y* n^*~>;V** 7 4 > (1 4 rag. 7" h 7 UK 
n7?>4mlO«*iKlTl3 O^lSLfco Rifcftfc***!!*.. ftBft^^^rtt 

^«y'J*yi^ovM:#u : * (l : 5 0) 

^»U^fW H J:Lt3 5 8mg#7t 0 W80% 

1 H-NMR(CDCl3) : 0.03(6H, s), 0.86(9H, s), 4.13(2H, s), 4.66(2H, s), 7. 14-7.31 (5H. 
m), 7.67(2H, d, J=8.4Hz), 7.76(2H, d, J=8.4Hz). 
[0 15 0] 

4-/<yv>-5- (4-h')7;i'tn>f;v7x-;>) << v*-*rV-;v- 3 ->f * 
^y — ;v (R 1 = TFMP> R 2 = Bn, 2 — 2 — 3 — 1) 

4-^>y;W-3- (tert-7*f;^^WJM*y^^) -5- (4-h 
-j7jVtn>f)V7x^;V) ^fvW-* (2 -2 - 2 - 2) 3 5 8mg^rf7tF 
D77>8mli:MU t e t r a -7*f ;V7>^^^7;Vt7^ r^^iiTw 
1 Mr f 7b Kn75>*«) fcinicfco S»-C 1 H#W«#f£, **JmxR^*#Jh Lfc 

k^^*L/w 0 ^y'J*^^n7H:#U * : (l : 3) t?«F 

BU IE«tiM H B B tLt2 0 7mg#/:o W7 8%. » / 

^-NMRCCDCh): 4.10(2H,s), 4.62(2H,s), 7. 15-7.34(5H,m), 7. 70(2H, d, J=8. 7Hz) , 7. 77 ( 
2H, d, J=8.7Hz). 

1° 1 5 U * 

(2-2-3-2) ~ (2-2-3-4) 4 ra»^Jft Lfco 

[0 15 2] 



HJiE#2 004-31 2*2 689 



mm 2004-121635 



^-v: 86/ 



[*6 6] 





t>i 

XV 


R 2 




NMR 

AN J.YJLXV 


2-2-3- 
1 


TFMP 


Bn 




0.03(6H,s),0.86(9H,s),4.13(2H ) s),4.66(2H,s) ) 7.1 

4-7.31(5H,m),7.67(2H,d ) J=8.4Hz), 

7.76(2H,d,J=8.4Hz) 


2-2-3- 
2 


TFMP 


Br 




2.15(lH,brs) ) 4.82(2H,s),7.49(2H,d ( J=8.7Hz),7. 
98(2H,d,J=8.7Hz) 


2-2-3- 

3 


TFMP 


CH 
0 




3.74(lH,t,J=7.5Hz),4.89(2H,d ) J=7.5Hz),7.88(2 
H > d ( J=8.1Hz),7.95(2H,d ) J=8.lHz) ) 10.10(lH,s) 


2-2-3- 
4 


TFMP 


SPh 




0.04(6H,s),0.85(9H,s),4.74(2H,s),7.11- 

7.26(5H ) m),7.70(2H,d,J=8.7Hz),8.22(2H,d,J=8. 

7Hz) 



10 15 3] 
Ut2 0] 




(R x = 4 -C 1 -C 6 H 4 -. R 2 = Br, 2-3-1) 

[5 - (4-^Dn7x^) -^f vdr^V-;V-3--f ;V] -*9J-fr (2-1- 
3) 2. 5 1 g f U> 2 5 m 1 <5iS«t:, MTN-rn A r li < 5K 2 . 

1 6 g£#n;L, 3 O^tm 3EC«*TM 6^F»L/: a OT*^n*M^ 
JRLfcigU tIctIcT 1 MTtc^b^- > V ? A7X-^^Jnx.> * n n A-effiiiJ L7t 0 Ttafc. 
*7jc^mv^^^^At:-^m> MBET«*^*L7^o #«=> > 'J * Y^t ° 

-^HCttU Mta^* : ^^S' (1 : 2) t«U SIS<b^*^H B ai: LT 1 . 4 

1 g#/io JR2M 9% 

[0 15 4] _ _ 

( 2_3-2) (2-3-3) {±^n^><b*iJt LT-M3>?tl:fflV\ |W« 

[0 15 5] 
[*6 7] 



No 


R 1 


R 2 


NMR 


2-3-1 


4-C1- CgrLr 


Br 


2.18(lH,t,J=6.6Hz),4.82(2H,d,J=6.6Hz) ) 7.49(2H,d,J= 
8.7Hz),7.98(2H.d.J=8.7Hz) 


2-3-2 


Me 


I 


2.11(lH,t,J=6.6Hz),2.47(3H,s) ) 4.69(2H > d,J=6.6Hz) 


2-3-3 


Et 


I 


1.30(3H ( t,J=7.5Hz),2.82(2H,cbJ=7.5Hz),4.70(2H,s) 



[0 15 6] 



ffifE# 2004-3122689 



#® 2004-121635 



^-y: 87/ 



[ft 2 i] 



F 3 C 




COOEt 



MeMgBr 



F 3 C 




;y] --/n/^- 2 (2-4-1) 

(1-1-2) 1. 0 3 g*i*r Kn7?>l 0mU:»»U 

y-)W<§MT lM^f^^^'>^^^ n 5 K7. 3 m 1 SrjJBx.. RJ6**S»*=R^ 

MS^rv^^^a^H^U i^jl^;v:^^^> (1 : 4) -C»W U «€l 
«0^ h b h*#^o i*L*Ji— *>Wttft MMBft*** 7 3 8mg#^ 0 JR 
$75% 

S£ * 1 2 6 — 1 2 7"C 

1 H-NMR(CDCl3) '. 1.7K6H.S), 2.38(3H,s), 7. 75(2H,d, J=8. 4Hz) . 7.8l(2H,d. J=8.4Hz) . 
[0 15 7] 
[ft2 2] 



OH 



F 3 C 




##$]8 

H l HHt 

4 _^ f -; V _5_ (4_Hj7^tn>Wx^) ->f y^-1J-V-;W-3-*;W^V 

^fti% 2 (2 - 1 - 2) 1 4. 8 8g^WfV>2 0 0mn:»»U fcfUv-?A* 
nn*n>-h8 30 gSriJtl*.. IST2 2B|«#L/:o -> V * ^ 

tVj:i)sk B B L«1B^»*4. 14g#t«f8 6% 

^-MRCCDCls): 2.49(3H,s), 7. 79 (2H, d, J=8. 1Hz) , 7.87(2H,d, J=8. 1Hz), 10.23(lH,s). 
[0 15 8] 

£2 IS T/l^Mfc s • , o v 

1 _ [ 4 _^ 5 _ (4-F'J7^0>f^7x-^ ->f V^-9-V-;V-3-< 

;V ] _^u^>- 1 -^--;v (R 4 = Et> 2-5-2-1) 

$ 1 (2-5-1-D 765mg £4&7jt7- b 7 H Kn 7 v > 2 

OmicjffiL, - 7 0t-eiMxf;V7^'>7A7'nv^ K3. 2 m 1 SriH*., 

tBliE# 2004-3122689 



#H 2004-121635 



l- 9 J: 88/ 



[0 15 9] 

|BHft£ (2-5-2-2) *&fi£,LtZo 
[0 16 0] 
[*6 8] 



No 


R 4 


NMR 


2-5-2-1 


Et 


1.05(3H,t,J=7.5Hz),1.92-2.04(2H,m),2.30(3H ) s),4.83 
aH,t,J=6.6Hz\7.75(2H,t,J=8.4Hz). 7.83(2H.d,J=8.4Hz) 


2-5-2-2 


4-F- C 6 H 4 - 


2.03(3H,s),6.03(lH,s),7.05-7.11(2H,m),7.42- 
7.47(2H,m) ) 7.73(2H,d.J=8.4Hzy7.79(2H,d.J=8.4Hz) 



[0 16 1] 

2-6-1) 
[0 16 2] 
Ut2 3] 



ik^fe (2-1-7) 1 6 6 8**^*'^ >5mU:iS)SU 1 4 0 "CT? 2 B#F«93t# 

L/^^m^^**^ w^*^**^ «&ffl^«*T?t5fc»> 

mj ,^ ;v . ( 2 : l) tiUJU ^lS^^^»m^<7)M H H H ^^^l- 1 4 g# 

/' 6 6 % 

1 H-NMR(CDCl3 ) : 1.98(3H,s), 3. 35-3. 38(4H,m), 3.78-3.82(4H,m), 4.60(2H,s). 
[0 16 3] 
Hfc2 4] 

,33 R 4 

«*OH (Aj-fe)MsCI, EtaN 



* (Bi£)S0Cl 2 , K'J 




##00 10 Aft (LG = OMs) 

_ ;l/ _ 3 _^;v^^;i,^^^;v (r'=TFMP, R 2 = CHO, R\ R 4 = H. 3 - 1 - 

1 'ffc^"W (2-2-4-2) 1 7 9gtM>f ^>3 0mli:iiSU 
X ;^-;^n7-f K0. 61mK h'Jxf;V7^1. 3 8mlrti, 1 BtHSW 

ft*tt*4l*fe<0lir*fc b"C2. 2 1gftfc.BAl 2 9-1 3 0t JR*9 6% 
[0 16 4] 
|W1#H (3-1-1-2) Sr^J&LTio 

ffiiE#2 004-3122689 



#M 2004-121635 



5> I 89/ 



[0 16 5] 
[*6 9] 



No 


R 1 


R 2 


NMR 


3-1-1-1 


TFMP 


CHO 


3.2l(3H,6) ) 5.58(2H,s), 7.88<2H,d,J=8.4Hz),8.01(2H,d, 
J=8.4Hz),10.14aH,s) 


3-1-1-2 


^ ;i/ * 

> - 4 - 


Me 


2.01(3H 1 s) ) 3.05(3H,s),3.38-3.41(2H ) m),3.79- 
3.82(2H,m), 5.16(2H,s) 



[0 16 6] 

##$)1 1 BS (LG = C1) 

3-^nn^fil/-5- (4-^nn7i-JV) -'fy^tV-^ ( R 1 = 4 — C 1 - Ce 
H 4 . R 2 = H. R 3 = H. R 4 = H, 3-1-2-1) 

[ 5 - (4-^nn-7x^) --f y 3 - 4 ;v] (2-1 

-3) 1. 73g, ^nn*;VA3 OmlOilt^kf *-^2. 1 g * in £ s tR^T 
t"'Jyy6 3 0mg^DD*W2m 1 3 53--C?$To ^©X* 5 H#«# L£o 

#u %m^J-fr : (i:i) tiun, naM^tLti. 7 2 g # 

/Co JDU£9 2 % 
[0 16 7] 

|Wj#K (3-1-2-2) - (3-1-2-15) 0^%?r^L/co 
[0 16 8] 



tBSE# 2004-3122689 



mm 2004-121635 



: 90/ 



mi o] 



No 


R 1 


R 2 


R 3 ,R 4 


NMR 


3-1-2-1 


4-C1- CeHr 


H 


H,H 


4.64(2H,s),6.63(lH ) s) ) 7.46(2H,d,J=8.4 
Hz).7.73(2H,d,J=8.4Hz) 


3-1-2-2 


TFMP 


H 


H,H 


4.66(2H,8),6.45(lH,s),7.75(2H,d,J=9.0 
Hz).7.91(2H,d,J=9.0Hz) 


3-1-2-3 


TFMP 


Me 


H,H 


2.33(3H ) s) ) 4.65(2H,s) ) 7.76(2H,d,J=8.7 
Hz),7.85(2H,d,J=8.7Hz) 


3-1-2-4 


TFMP 


CHO 


H,H 


4.89(2H ) s),7.87(2H,d,J=8.7Hz),8.03(2 
H,d,J=8.7Hz),10.17(lH,s) 


3-1-2-5 


TFMP 


Me 


H,Et 


1.15(3H,t > J=7.5Hz),2.30(2H,qd,J=7.5, 
7.5Hz),4.93(lH,t ) J=6.6Hz),7.76(2H,t, 
J=8.4Hz), 7.83(2H,d,J=8.4Hz) 


3-1-2-6 


TFMP 


Me 


H.4-F- 
C 6 H 4 - 


2.14(3H,s),6.62(lH,s),7.07- 
7. 13(2H,m),7.50-7. 55(2H,m), 
7.75(2H,d,J=8-4Hz),7.81(2H,d,J=8.4H 
z) 


3-1-2-7 


TFMP 


SPh 


H,H 


4.55(2H,s),7.13- 

7.27(5H,m),7.73(2H,d,J=8.7Hz),8.25( 
2H,d,J=8.7Hz) 


3-1-2-8 


TFMP 


Bn 


H,H 


4.15(2H,s) ) 4.41(2H,s),7.15- 

7.35(5H,m),7.71(2H,d,J=8.7Hz) ( 7.78< 

2H,d,J=8.7Hz) 


3-1-2-9 


4-C1-C6H4- 


H 


H,H 


4.64(2H,s),6.63(lH,s),7.46(2H,d,J=8.4 
Hz),7.73(2H,d,J=8.4Hz) 


3-1-2-10 


4-Cl-C 6 H 4 - 


Br 


H,H 


4.46(2H,s),7.50(2H,d,J=8.7Hz) > 7.99(2 
H,d,J=8.7Hz) 


3-1-2-11 


4-Cl-C 6 H 4 - 


Et 


H,H 


1.28(3H ) t,J=7.5Hz) ) 2.72(2H J q,J=7.5H 
z),4.64(2H,s),7.47(2H > d,J=8.4Hz),7.65 
(2H,d,J=8.4Hz) 


3-1-2-12 


Br 


Me 


H,H 


2.06(3H,s),4.56(2H,s) 


3-1-2-13 


tr y v > - 


H 


H,H 


4.66(2H ) s),6.85(lH,B),7.67(2H,d,J=6.0 
Hz),8.77(2H,d,J=6.0Hz) 


3-1-2-14 


Me 


I 


H,H 


2.49(3H,s),4.53(2H,s) 


3-1-2-15 


Et 


I 


H,H 


1.31(3H,t,J=7.5Hz),2.83(2H > q,J=7.5H 
z)4.53(2H,s) 



[0 16 9] 

1 2 

[3_^nn^f;v-5- (4-h'J7^tn^f;V7x^) 
4 ;v] (3 - 2 - 1 ) 

[0 17 0] 
[ft 2 5 ] 



OH 




aJSE# 2004-3122689 



#M 2004-121635 



^-v: 91/ 



* K (3-1-2-4) 203mgt^^y-;V5ml ©^$^MT, tKM 

■9-> (1 : 3) t«l> «llBft#i»«:*ghIl,fc U2 1 0mg»fc o JR*8 7% 
[0 17 1] 
Mfc2 6] 

1 ) f*A)P/rt-fJHfc 



r 1 ) y^AJP/^^JMb R 

V^^CHO 2 ) Horner-Emmons JEjS \ ™ □ 



##01 1 3 

S>> >^ 2-7;^n-4-*^?iWi-^r^ (R=3-F^ R 

7 =Me^ 4 - 1 - 1 ) 

3 _ 7n/; j-n_4- l; ifa + ->^vX7;l'ftK5. 0 0g>N, N- V * t-fr** * ^ 
;^/f;^nUK5. 2 9g, >'Jxf;V7r/4. 3 3 g, N, N-y>f ^7 5/tf'J 
v > 4 36mg, 5 0 m 1 3 HfF^ W L£ 0 RJSlfcKTfcSrflnx.. ft 

U7. 0 5 gftfc. W7 1% 

X H-NMR(CDC1 3 ): 3.39(3H, s), 3.47(3H, s), 7.27(7.35(1H. m), 7. 67(7. 74(2H, m). 9.9 
7(1H. s). 

[0 17 2] 
^ 2 X® Horner-Emmons 

;Vjc*^;V (R=3-F. R 17 =Me, 5-1-1) 

^U^t^W^ >M 2-7Jl'tn-4-*Ji'5^7x-^r* (4-1 — 
1) 7. 0 5g, •^^*^*>'ftl^fA'5. 8 9 g. mV) *f-f? & 1 . 5 7g, v 
^f;V*;VA7 5 F7 0m 1 om&VBK 1 , 8-y7W^n [5. 4. 0] *>7** 

_ 7 _^ >5< 1 6 gztoz.^ mux- 2. 5nmmwLfz 0 5u&m~&*tiax.te&. mm. 

T7. 5 0 g#fco 6% 

1 H-NMR(CDCl3) : 3.37(3H, s), 3.46(3H, s), 3.81(3H, s), 6.39(1H. d, J=15.9Hz), 7. 
12(1H. m), 7.30(7.35(2H, m). 7.63(1H, d, J=15.9Hz). 
[0 17 3] 

■^;VJi^-r^ (R=3-F, R 17 =Me, 6-1-1) 

3 _ (4-y^fji/ft*;w^^;Vt^y-3-7;vin7xxji/) 7?U*flfc.*?' 

(5-1-1) 7. 0 0 ghy7x-;vx-f ^^^^ 2 6 5 tT3 Ot 
IBJflt#Lfco acB«L*^S^**P^ y>J^;^n-7f[:#U ^nn^At»IHL 

, mmit&btm&ttA tvx7. o o g #^ 0 di$ioo% 

[0 17 4] 

Rl*fc (6-1-2) ~ (6-1-17) fc-fr&Lfco 
[0 17 5] 



ffifiE# 2004-3122689 



2004-121635 



5> : 92/ 



[S7 1] 



No 
6-1-1 


r \: 

3-F 1 


R 17 1 
Me 


NMR 

3.04(3H,br),3.13(3H,br),3.82(3H,s), 
6.45(lH,d,J=l6.2Hz),7.26-7.31(2H,m), 
7.48-7.53(lH. m), 7.64(1H, d, J=16.2 Hz) 


6-1-2 


3-OMe 


Me 


2.95-3.20(6H,m),3.82(3H,s),3.90(3rl,s), 
fi A^(l TT H J=15 9Hz) 6.95-7. 18(2H,m), 
7.48(lH,d,J=7.8Hz). 7.67(1H, d, J=16.2Hz) 


6-1-3 


2-OMe 


Me 


2.96-3.18(6H,m),3.80(3H ( s),3.89(3ri,s), 
fi fi«WlH d J=16 2Hz),7.06-7.13(2H,m), 
7.49(lH,d,J=8.lHz). 7.96C1H d. J=16.2Hz) 


6-1-4 


3-Br, 5-OMe 


Me 


2.90-3.30(6H,m),3.82(3H,s),3.89(3ri,s), 
6.45(lH,d,J=15.9Hz),7.26(lH,brs), 
7.48(lH,brs).7.59(lH, d, J=15.9 Hz) 


6-1-5 


2-OMe, 6- 
OMe 


Me 


2.90-3.20(6H,m),3.79(3H,s),3.88(6H,s), 
r TXOVl a\ fi RRClH d J=16 2 Hz), 
8.08aH, d, J=16.2 Hz) 


6-1-6 


3-OEt 


Me 


1.34(3H,t,J=6.9Hz),1.43(3H,t,J=6.6Hz),2.90- 

3.30(6H,m),4.12(2H,q,J=6.9Hz), 

a okovi n T— 7 2H-7^ 6 43C1H d J=15.9Hz) 

7.04(lH,d,J=1.5Hz),7.l2(lH,dd,J=7.8Hz,1.8 

Hz),7.48(lH,d,J=7.8Hz) 

7 fi4Y1 TT H J=15 9 Hz") 


6-1-7 


3-Br 


Me 


2.95-3.23(6H,m),3.81(3H,s), 
6.45(lH,d,J=15.9Hz),7.45(lH,dd,J=8.lHz,2. 

1"HV» 7 60(lH d J=16.2Hz), 
7.6aH,d,J=8.lHz). 7.81(lHJ=2.lHz) 


6-1-8 


3,5-diBr 


Me 


| 2.80-3.20(6H,m),3.74(3H,s), 
fi qneiH d J=15 9Hz),7.60(lH,d,J=15.9Hz), 

8.21(2H,s) 


6-1-9 


3Cl,50Me 


Me 


2.90-3.30(6H,m),3.82(3H,s),3.90(3H,s), 

ft iWiH ri J=1fi 2Hz1 6 96dH,d,J=1.5Hz),7. 

31(lH,d,J=1.5Hz). 7.60OH. d, J=16.2Hz) 


6-1-10 


3-OMe, 5- 
OMe 


Me 


2.85-3.35(6H,m),3.82(3H,s), 
3.89(6H,s),6.46(lH,d,J=15.9Hz) 
fi 7fi/'9TT cA 7 fififlH d J=15.9Hz) 


6-1-11 


2-C1 


Me 


2.90-3.20(6H,m),3.82(3H,s), 
6.44(lH,d,J=15.9Hz),7.36-7.60(2H,m), 
1 7 «nMH H .T=8 IHzV 8.06(1H,J=16.2 Hz) 


6-1-12 


3-Br, 5-OEt 


Me 


1.42(3H,t,J=7.2Hz),2.85-3.35(6H,m), 
3.01(3H,s),4.10(2H,clJ=7.2Hz), 
6.43(lH,d,J=15.9Hz),6.97(lH,brs), 
7.46(lH,brs\ 7.57 (lH, d. J=15.9 Hz) 


6-1-13 


2-F 


Me 


2.95-3. l5(6H,m),3.82(3H,s), 
6.55<lH,d,J=16.5Hz),7.26-7.33(2H,m), 
1 7.52tlH,d,J=7.8Hz). 7.79(1H,J=16.2 Hz) 


6-1-14 


2-Me 


Me 


" 2.43(3H,s),3.04(3H,br),3.09(3Hbr), 3.81(3H 
s),6.37(lH ) d,J=15.9Hz),7.33-7.35(2H > m), 
7 54flH,d,J=8.7Hz).7.94(lHm,d,J=15.9Hz) 



[0 17 6] 



HiliE# 2004-3122689 



2004-121635 



*- 3 J : 93/ 



[$L7 2] 



6-1-15 


H 


Me 


3.06(6H,br),3.81(3H,s),6.45(lH,d,J=15.9Hz) > 
7.51(4H,brs),7.bo(.lxl,a,«J— lo.ynz^ 


6-1-16 


2-Me, 3-OMe 


Me 


3.02(3H > Br),3.l2(3H,Br),3.82(3H I s),3.88(3H, 
s),6.37(lH ( d ) J=15.9Hz) > 7.07(lH ) s),7.32(lH ( s 

y7.92(lH,d,J=l5.9Hz) 


6-1-17 


3-C1 


Me 


3.05(3H,br),3.13(3H,br),3.81(3H ( s) > 6.4{)(.ltt, 
d ) J=15.9Hz) > 7.40(lH ) dd,J=1.8Hz,8.lHz),7.5 

8-7.63(3H,m) 



mmm 1 i 

[0 17 7] 

( a - 1 ft) 
[ft 2 7] 




V (1 : 2) ■C»fflU TOft**********^ 2 7 Omg OK* 6 4%) JR 

mmm 2 ] 

[0 17 8] 

( a - 2 ft) 
Ut2 8] 




R 1 ' ^O' 
LG = ClorOMs 




4 V N Y' 0 "X'^ 



COOR 17 



io = h> R i7 = E t> c -2-l) 

6 8 9 



= r3 = R 4 = H. r= 2 -Me , R 9 = R 



ffifE#2 004-3122 



mm 2004-121635 



^-vl 94/ 



i-2-D 2 7 7mg, (4-^^h-2->^-7xMv) -S^x 
*f*2 5 Bmgm^h'J^mlCilU |«^A7 4 OmgtlO^ 8 

5 8m°g#to a*6 3 - 6 4t JRsp 7 5 % 

[«#! 3 ] 
[0 17 9] 

( « - 3 tfe) 
Mb 2 9 ] 



Me Me 

COOEt Jv^Os^COOEt 



if 



Hal = Br. I 



[2-^f;V-4- [4- (4-HJ7HO^iK>y» - 5- ( 4 - h V 7 
%iVkll (Hai=Br, R 1 = T FMP ^ R««4-^7**n^^V^ 
^ Mni ) mg^fb7tFn77y2mn:IiU 1, 2->7n^yi6 m 

gf Sir 5 * o n h y * f * 9 m g * Ji^-c BffWBJtJ:. p 

£Dft T4- [4-7*n*-5- (4-b'J7Wn>f^7x-M >fvW-*- 
3 ^U^;V7r^V] -2-^f;V7x^y] ft»xf^^JK«-2- 

; (1 : 9) TWJU IiaMtiM B B B fctt2 3 9mg# 

k JR* 6 8 % 



[^ 

[0 18 0] 

( a - 4 *£) 
Mb 3 0] 




OHQ 



Me 



,COOR 17 



|4 _ [4-^75^^-5- (4-^7**0***7*.^) " 
t7 _; V _3_^ WW ;V7r^] -2-***-7*y*~>l -ft«tert- 
7f;^^f;v (R^TFMP, R 2 = CH 2 NHnBu, R 17 = t u. « - 4 - 1) 
it%m ( a - 2 -l 6) 2 3 8mg. n-7*Wr/4 3mg^^-^6ml U 

ffiSE# 2004-3122689 



mB. 2004-121635 



^-5>: 95/ 



U £ST 2 6 B*H«t»Lfc|fc. h U * A 3 6 m g *i)[lx. 1 B#H«# 

L^o RSffiK7K*Jnx.. *on**AT*«im, |&SR]*ifc*-etttf§K ^SBfcv^i"? 

(l : 6) T»ffiU lE^ft^ife^i^^ 2 2 5 m g^/: 0 JR 

$8 5% 

^^ 8 j2 _^^;v-4 - [4 -*^/*U >- 4 --f ;V^f"^- 5 - (4-hV7>l'* 

1^^-5=-;wje.^t-;1/ (a — 4 — 2) £#;fco 

[«#!] 5 ] 
[0 18 2] 

( « - 5 m 

Mb 3 i] 




<X ^.COOH 



| 4 _ [ 4 _^^yptf;v-5- (4-h'j7;Vtn^f^7x-;V) 
3 h dri/] - 2 -^f ^-7x;^'>| -fifeB* (a - 5 - 1 ) 

j 4 _ [4-nKn^f-^-5- (4 - > V 7;vtn^f ;V7x-;v) -^f V^rt 
V_;V_3 -^;v^ b^5/] -2->f-^-7^^ d rvl -WBt^^^rA' (a-2 
-1 1) 2 10mg©f f7tKo77>3ml M^7jc#-ffc^ 9 m g £ftn*- 

»"C3 0«Lt Rl£«[^3^ft>'?-^9 0ragWfh7(i KO79>0. 5 m 

»v^Wd-7M^U Sfxf;v;A^f> (2 : 1) -eitffiU m§Mb 
#J»*«Hfeil»fifcb-Cl 7 5mg#fco 6%o i >f V 7* tf *.x 

[Xttff 6 ] 
[0 18 3] 

( a - 6 



tBSE# 2004-3122689 



#H 2004-121635 



^-v: 96/ 



lit 3 2] 




(3- (4-^>^t4->-3-^f^-7x-^) -2- [4-^-f-;W-5- (4 

aii I tyixf;i/xxf;i' (a -6- 1-1) 
^Tf f7tKD77>7ml fc**^ b V ■? A 4 8 m g fctJPx., *v»T? 3 - ( 4 

3 7 5mg©fb7li Kn75>if6m 1 * 1 5 ^ST^flST Lfco gfi(:IL3-^n 
n^^;v- 3 — **f-fr- 5 - (4-f'J7;vtn^f ^7x-Jl/) ->fVH7-^ (3 
-1-2-2) 2 7 6 mg. 3fft*'J 1 8 7mg tiBx., 1 7 0#^Sn^»tE L/Co 

'J*^)^nvH:fU : ^^-fy (1 : 2) T?i&fcH U IRiB'ffr& { tofc*frfe 

WVtm tLT5 3 0 mgffco H$9 6 % 
[0 18 4] 

i2ig IRS 

1- (4 -t: prr^ v- 3 -^f^-7x^) -3- [4-^f-^-5- (4-h'J 
7;Vtn>f;V7xx;i/) V^ftV"-^-3-'f JV] 1 > (a -6 

-2-1) 

±ia^#fbtL7c^XT-;U (a - 6 - 1 - 1 ) 5 3 0mgi:il4m K tttt&l . 2 m 

0 ^v'i*^^ovM:#U ff=^c^ : (1 : 2) Ti#fcBL, ^wBffc 

^»?:*feSliLt2 1 0mg#/c o W5 8% 0 ^MWm.^^-^^>^^ 

1 HNMR(CDCh ) : 2. 26 (3H, s) , 2. 27 (3H, s) , 3. 07 (2H, t, J=7. 8Hz) , 3. 48 (2H, t, J=7. 8Hz) , 6. 81 (1H 
, d, J=8. 4Hz) , 7. 74-7. 85 (6H, m) . 
[0 18 5] 

(2-^^;V-4- 1 3 - [4-^f-^-5- (4-F'j7^tn^f^7x-JV) --f 

6-3-1) 

±m-enbtiti7 -Mt&yo (« - 6 - 2 - l ) 13 0mgi:y^f^tM75 
F3m 1 Oiti:7'n^^f^ i ^r^5 5mg, Kf*'J *A 5 0mg> 3>Mb# 
■j7A9mg^linx^ ^zST-7fl#r B m#L*:o ^^^X^Tfc^^g'^ n n *;VAti 

#-7*;v*n^ Mcftu Heb*^*-*' : ^*-9-> (i : 2) «u SHaft-fr* 

ffi|E# 2004-3122689 



#JM 2004-121635 



s<--j : 97/ 



[0 18 6] 

( 2 -ptf-;i/-4- 13- [4 5 - (4-HJ7;^n^f;V7x^v) ->f 

y ^^y~;v_3--f ;v] -7"oft-;H -7x;^) -ftm («-6-4-n 

±lS^^x;V (.-6-3-1) 130mgtff?lsKn7?y4 5mlic»* 
-frfcffe, lM*ife<fcy^*A*»ifcO. 5 7ml*MSia"eiBmi«#Lfco , 
*£ 7 JtT lMt^tt^Lfco «JETte«*:**&U »««**-C#*U 7R<tT#rffi 
LfcttA*«ttLT«Eft*W*l 1 Omg#fc. W8 7%. ^^fxf;V-^V 

7 ] 

[0 18 7] 

( a - 7 

Hb3 3] 




D-OH, SH 



X* NHOH 

Th 





_ Jl/ _ 3 _^;V^f-;V7JV7 7-;V] 7xi^] 7*>->'J^ (R = CF 3 . X X =S, 

X 2 = CH 2 > a - 7 - 1 - 1 ) 

3 -^u^f)V-4 5- (4-h'J7^tn^Wx^) ^VW 
-;v (3 - 1 - 2 - 3) 2 2 5 mg, (4-^^7*l«-2-p!f;V7x^) T-feh- 
HJ ;H 4 omg, »v9A 5 8 5 m g . T*>-b'J^5ml©M^I^2 

" h;vx> ;ifif;v (9 5:5) tflBU iffiMt^fM H B B i:L-C3 0 0mg 

^-HKCCDCls): 2.29(3H, s), 2.31 (3H, s), 3.63(2H, s), 4.14(2H, ■). 7. 26-7. 28(3H, 
m), 7.74(2H, d, J=8.4Hz), 7.82(2H, d, J=8.4 Hz) 

fctlfiE#2 004-3122689 



#M 2004-121635 



"t-5>: 98/ 



[0 18 8] 

[2-^^-4- [4-^*-5- (4->'n;vtn^;v7x 
v^v-;v- 3 ->r 7i^] r-feb-^v^ ( « - 7 - i - 2 

, X^O) ^#/coW8 8%, Rf = 0. 2 5 (>;W^ttvV K 

: /\^r^>= i : 3 T'li) o 
[0 18 9] 
H 2 IH 

N-HKo^>-2- [2-^^;v-4- [4 5 - (4-F'J7;HnW 
a - 7 - 2 - 1 ) 

[2-pt^;i/-4- [4-^f-^-5- (4-h'J7;vin^f;V7x-;v) ^v^t 

>/_;V_ 3 f-;i/^;l/-7 r - 7x-Jb] T-feh — bV^ ( a - 7 - 1 — 1 ) 3 

OOmg, KKo4f^75>fiSit2 5 9 mg, 2 8%t b'JfA^ K 0. 7 

6 m K ^;-;H0ml © * 2 0 H#tBJ»ift Lfco ttJET***** Lfclfe, » 

[0 19 0] , , i 

B*0*ffi"e, N-fc Kn**>-2- [2 ->^-4- [4 -^^^-5- (4-h 
'j7WD>f;V7x-^) >f 3 ->f ^ h^v] "7 7-tV75 

y> ( a _ 7 _2-2, X^O) *r#fco W5 7% 

[0191] 
^ 3 I^i 

3 _ [ 2 -p{ 4 - [4-^^-5- (4-HJ7)V*n^f;V7x-;v) >fv* 

t y_ ; v- 3 _ / f;Mf^;V77-JV] ^^^V] -4H- [1, 2, 4] ***FVT 

y-)\<-5-*y (a-7 -3-D 

N _ tKn ^v-2- [2-^^;v-4- [4-^^>>V-5- (4-b'J7^tn^f 

( a _ 7 _2-i) 299mg. 1, 1' 2 3mg, 1, 

8-vT-9*Vf->^n [5, 4, 0] *m-7-x>4 1 9mg, rh9tKn77> 
10ml 1 WfM«#L*:o KfcmzfcZtoz-, 1 M) :£&-C**D Lfco 

*«*Lfco »v'J*^^avH:#U : Hflt**-* (9 5 : 5) t?#F 

tti L fco # <b *Lfc3fi«f * T * h > i >? #ttill taWMfrfr* fc*ftfe*if £ tLtl33mg# 
tzo JRJ*S4 2% 

mmm s ] 

[0 19 2] 

3 _ |2_^^ ;v _4_ [4_^^-;v_5- (4 - h V 7 ;Vtn^f)I/7xi;V) - -f V 
^^^- ; v_3--f;v^ -4H- [l, 2, 4] tH^y-y- 

5-*V(«-7-4-l) 
N _liKn*->-2- [2 - >^;V-4- [4-^f-^-5- (4-h'J7^n>f 
^v^ty*-JV-3-'f;W^7-;i/] 7i-*] T-bhT5v> (a- 7 
— 2-2) lOOmg, * f*7n*7*f - h 5 5 mg. ,pt@&-b ~> ^ A 1 5 5 mg> V 
^fWA75 K3m 1 0?S^!»*^S-C2 0H#IRU 1 0 OtflflWUo RfD 

-bh-hi;;v(95:5) T«FW LSfB'ffc'&W* Jtfettfi t LT 4 0 mgffco t^3 7 
% 

9 ] 

[0 19 3] 

HiiE# 2004-3122689 
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^-v: 99/ 




^^/-;v-3-^^^ y*-&\ r*v»* ***>Mf-*> (r^tfmp, r 2 =m 

e, R 3 =R 4 =H, R = 2-Me, R 1 7 = Me> a — 8 — 1 0 ) 

(3 - 1 - 2 - 3) 2 2 3 m g *s i tf 3 - (4-H Ko^>-2-> Wx^ 
16mg*Sn*.. imx~2±nm, 6 0W3ltWttU. KJ6«tr«31U **** 

BET^^L/'o #e>ttfe»at*->'J*^^°^>^ (ft*-^* : (i : 4) 

6 8mg#fco JRSP7 4% 
[HJfeflll 0] 
[0 19 4] 

(a-9g) 

m 3 5 1 






COOR 17 



o R ^^- COOR17 

3 _ i3 _^^v_4- [4-^^-5- (4-b'J7;vtn>f;V7x^V) 4 

X =TFMP, R 2 =Me, R 3 =R 4 =H, R = 3-0Me, R 17 = Me. « - 9 - 8 ) 

3 - ( 4 - ;v7)V7t^-3-^^>7x T * U 

^;vxXt;K6-l- 2) 2 2 4mg. lmol/Ltb'J Wb**/ 
*»ftl. 3mL«fet2^m **Tfc 1 Mttjfc J*f f * 

#fe*Lfc***T-fc h-f'J* 4 mL i:SiU 3-^n^f;v-4->f;v-5 : ( 
I-HJ^o^Wx^) -fyW-M3-l-2-3) 2 0 9 ^ f m 

T2 2 7mg#/Co W6 5% 
[»®I 1 1 1 
[0 19 5] 

( a - 1 o m 



fciJlE# 2004-3122689 



#M 2004-121635 



"t~s> : 100/ 



[ft 3 6] 

RtF 4 



R? 




LG 



?1IfI 




.COOR 17 



jVtn^f;V7x-^) -f V**V-* (R^TFMP, R 2 =Me, R 3 =R 4 =H, R = 2-F, X = 0, 
a 7_Vn~n7f 1 i-4->^JV-5- (h'J7^n^;v7x^) 

(3-1-2-3) 1 5g 4-7 , n€-2-7;Vt07x7-;H. 2 5gs El* 
y*A2 13a 7* 2 0ml«**7 5 StTl 1 SHWatfLfco Rf& 

AfcUl. 8 2g#fc,W7 8% 
[0196] 

|BJ»t (a-10-1-2) ~ («-l 0-1-5) fc^&L/Co 
[0 19 7] 
[*7 3] 



No. 


R 


X 


NMR 


a -10-1-1 


2-F 


0 


2.35(3H,s),5.25(2H,s) ) 7.00-7.30(3H,m), 
7.76(2H,d,J=8.lHz), 7.84(2H,d,J=8.lHz) 


a -10-1-2 


H 


0 


2.28(3H,s),4.12(2H,s),7.25-7.45(4H,m), 
7.74(2H ) d,J=8.4Hz),7.82(2H,d,J=8.4Hz) 


a-10-1-3 


3,5-diF 


0 


2.40(3H,s),5.25(2H,s),7.06-7.16(2H,m), 
7.76(2H,d,J=8.4Hz),7.86(2H,d,J=8.4Hz) 


a -10-1-4 


3-CF 3 


S 


2.29(3H ) s),4.17(2H,s) ) 7.51(2H,d,J=8-4Hz), 

7.62(lH ( dd,J=8.4Hz,2.lHz) ) 7.74(2H,d,J=8.4Hz), 

7.77(lH,d,J=2.lHz).7.81(2H,d,J=8.4Hz) 


a -10-1-5 


2-CF 3 


S 


2 29(3H,s),4.16(2H,s) ) 7.43(lH,dd ) J=8.4Hz,2.4Hz), 

7.62(lH,d,J=8.4Hz),7.65(lH,d,J=2.4Hz), 

7.74(2H > d,J=8.7Hzy7.81(2H.d,J=8.7Hz) 



»OT [4 _^;v-5- (4-hU7;vtn, W x^ , 

v ^ v il ;v _3_^;v> h^->] T^y*******^* (R =TFMP, R 

-Me. R 3 =R 4 =H, R-3-F. X = 0, R 17 = Me. « - 1 0 - 2 - 1 ) 

3 _ (4-yn^-2-7;^n7x^y^f;v) - 4 ->-f-;V-5- (4->U7 

4n;f*7x 5 *)-fyw-*(.-io-i-i) 0. 3 5g.T*U*lM 

^;H. 06g,«^7y7A(II)37mg, h.jif;V7>'/0. 16g, h 1 ;?^ 
3 g#/Co W$9 2 % 

tb|E# 2004-3122689 



mm 2004-121635 



^-vl 101/ 



mmm 1 2 ] 

[0 19 9] 

(/? — is) 

[ft 3 71 




>f^m^7T-^] -7x;^y| (R 1 = TFMP, R 2 = R 3 = R 4 = R 9 

= R 10 = H, R=2-Me, X 1 = p - 1 - 2 ) 

|2-^^;v-4- [5- (4-fV7;V*n>f;V7xi;i/) ->fV*t , /-^-3 
-^;V^f;WJV7 7-;v] -7x;Jry| -p0jc-^;i/^^-r^ («-2-l) 226 
mgtf h7liKn77V5ml fcfcMHU 1 M7k^ft U ^ 9 A lm 1 £jjn*L. IfiTl 

7B#^»L^o ^«TRtsti: lMJ^mim i zm*.*mvtz&i, wm^)^ 
mmm 1 3 ] 

[0 2 0 0] 

(/? — 2tfe) 
Mb 3 8] 




3 - \3-7fr*u-4- [4-p<f-^-5- (4-h'J7^tn>fjl/7x^) W 
y^y-jV- 3 _^;i/^c h^v] 7x^;v| TfVfl'm (10) (R 1= TFMP, R 2 =Me, R 3 = 

R 4 =H, R = 3-F, X 1 =0, R 17 = Me, £-2-15) 

3- j 3 -yfr^u- 4 - [4-^f-;V-5- (4-b'J7^tD>f^7x-^) W 

y^r-9-V-;v- 3 -4*/* Y * v] ^;v^;*x;v U-10-2 

- 1 ) 0 . 7 9g, 4 N-LiOH 1. 5ml, * 3ml, THF 2 0ml 5 5 St? 

4.5B#lffl«#Lfco *ET*i**«*U 2 N-HClfcTBfeteK: Lfco *f ffl L7c#£ H B a £7jt$c 
LtzfeT -fc h > J: 15 LTUffift^ 0 . 7 g **§fco W 9 1 % 

[0 2 0 1] 

mT. I^KLT&T^ft^£^l£i~£° 
[0 2 0 2] 



fcBlE# 2004-3122689 



2004-121635 



^—■5? I 102/ 



[^7 4] 




No 




R1 


R2 


X1 


R3.R4 


R17 


mp 


NMRCCDCI3 or DMSO-d6) 


a -1-2 






Me 


0 


H,H 


Me 


oil | 


2.29(3H f s),2.32(3H,s),3.80(3H r s),4.61(2H,s)5.13 
(2H,s),6.67(1 H,d, J=9.0Hz),6.79<1 H.dd, J=9.0,2.7 
Hz),6.86(1 H.d,J=2.7Hz),7.75(2H.d, J=8.1 Hz).7.8 
4(2H,J=8.1Hz) 


or -1-3 


Qf-1 




Me 


O 


Me,Me 


Me 


oil 


1.76(6H > s),2.20(3H l s).2.37(3H r s) f a78(3H r s) f 4-56 

(2H,s),6.49-S.50(2H,m). I 
6.67(1 H f m).7.75(2H,d J=8.1 Hz),7.84(2H f d,J=8.1 

Hz) 



[0 2 0 3] 



ffiSE# 2004-3122689 



#H 2004-121635 



^-v: 103/ 



1*7 5] 



< nr°^ COOR 



No 




R1 


R2 


X1 


R3.R4 


R17 


mp 


NMR(CDCI3 or DMSO-d6) 


a -2-2 


or -2 


F 3 C^^ 


Me 


S 


H,H 


Et 


63-64 


1.29(3H,t f J=7.2Hz),2.23(3H,s) f 2.24(3H I s).4.03(2 
H r s),4-25(2H,q,J=7.2Hz) ( 4.61(2H.s)6.61 (1 H.d, J= 
8.4Hz),7.1 8(1 H,dd,J=8.4,2.1 Hz),7.23( 1 H, J=2.1 H 
z),7.74(2H,d,J=8.1 Hz),7.82(2H,d, J=8.1 Hz) 


Of -2-4 


of -2 




Me 


s 


H,H I 


Et 


58-59 


1 .3(X3H.t, J=7.2Hz).1 .91 (3H f s)2.25(3H,s).3.34(4 
H,t f J=4.8Hz),3.79(4H,t,v)=4-8Hz) F 3.87C2H,s) r 4.26 
(2H,q,J=7.2Hz).4.61 (2H,s),6.62(1 H,d, J=8.4Hz).7. 
71-7.22(2H,m) 


or -2-5 


or -2 




Me 


o 


H.H 


Me 


112- 
113 


1.99(3H.s)2.27(3H f s),3.37(4H.t,J=4.8Hz).3.78- 
3.8 1 (4H f m),4.60(2H r s),4.93(2H,s), 6.65(1 H,d J=8. 
7Hz).6.76(1 H,dd, J=8.7,3.0Hz),6.83(1 H,dJ=3.0Hz 
) 


Of -2-6 


a -2 




Me 


s 


H,H 


Et 


oil 


1 .28(3H,t,J=7.2Hz),2.1 9(3H,sXZ24(3H.sX4.01(2 
H.s).4.25(2H.q r J=7.2Hz) t 4.61(2H.s)6.61(1Hd,J= 
8.7Hz),7.1 8(1 H,dd,J=8.4,2-4HzX7.22(1 H,J=2.4H 
zX7.46(2H,d,J=8.4Hz)J.63(2H,d f J=8.4Hz) 


of -2-7 


or -2 


.XT 


a 


s 


H,H 


Et 


oil 


1.29(3H,tJ=7.2HzX2-22(3H^X3.93(3H,sX4.25(2 
H.q,J=7.2Hz),4.61 (2H,s)6.58(1 H,d,J=9.0Hz),7.1 2 
-7.14(2H f m),7.26-7.32(5Hm).7.42-7.45(4H r m) 


or -2-8 


or -2 






s 


H f H 


Et 


oil 


1.29(3H,t,J=7.2HzX2.21(3H,sX3.93(3H.sX4.25<2 
Kq, J=7.2Hz) f 4.6 1 (2H,s)6.57\l Hd t J-o. 1 Hza MJ / 
-7.12(2Km) r Z29- 
7.46(6H,mX7.70(2H,d, J=8.1 Hz) 


Of -2-9 


Of -2 


F80 xx 


Me 


s 


H.Et 


Et 


oil 


1.07(3H t t,J=7.5Hz) l 1.28(3H,t t J=7.2Hz) i 1.98- 
2.1 7(2H,m), 2.21(3H,sX2.26(3H,s),4.03(1 H,dd, 
J=8.4,7.5Hz)A24(2H,q,J=7.2Hz) > 4.60(2H > s) f 6.57 
(1H.d,J=8.1HzX7.09- 

7.14(2H,mX7.74(2H,dJ=8.4Hz),7.81(2H i d l J=8.4 
Hz) 


^ -2-10 


a -2 




Me 


s 


H 
4-F- 
C6H4 


Et 


oil 


1.28(3H,t.J=7.2Hz),2.09(3H^) f Z20(3H^),4.22(2 
H f q,J=7.2Hz).4.60(2H,sX5.28(1 H,sX6.55(1 H,d, J= 
8.4Hz), 6.95-7.03(2H,m),7.06-7.1 4<2H,mX7.32- 
7.38(2H/n),7.73(2H.dJ=8.4Hz)J.80(2H.d,J=8.4 
Hz) 



[0 2 0 4] 



tBSE# 2004-3122689 



#M 2004-121635 



<*.—y : 104/ 



»7 6] 



No 




m 


R2 


XI 


R3.R4 


R17 


mp 


NMR(CDCI3 or DMSO-d6) 


a -2-11 


Qf-2 






S 


H.H 


Et 


oil 


1.28(3H r t, J=7.2Hz),2.23(3H,sX4.1 1 (2H f s),4.24( 
2H,q.J=7.2Hz),4.61(2H,s) ( 4.66(2H,s).6.6G(1H,d, 
J=8.4Hz),7.1 5(1 H f dd,J=8.4,2.4Hz),7.22(1 H,d, J= 
2.4Hz),7.77(2H t d,J=8.1Hz).796(2H,d,J=8.1Hz) 


a -2-1 2 


a -2 






S 


H.H 


Et 


nil 
Oil 


2H f s) ( 4^5(2H.q,J=6.9Hz),4.61(2Ks) f 6.60(1Hd, 
J=8.4Hz),7.11- 

7.73(7H,m),7.68(2H,d,J=8.1Hz)J.76(2H,d,J=8.1 
Hz) 


a -2-1 3 


a -2 






S 


H.H 


Et 


on 


1.29(3H.t,J=7.2Hz),2.23(3H,sX3.96(2H,s),4.25( 
2H,q, J=7.2HzX4.60(2H,s),6.59(1 H t d, J=8.1 Hz),7. 
07- 

7.28(7H,m),7.70(2H,d f J=9.Hz),8^2(2H,d t J=9.0 
Hz) 


ff-2-14 


a -2 


Me 


] 


s 


H.H 


Et 


53-54 


1.29(3H,t t J=7.2Hz),2.24(3H f s) t 2.44(3H,s) t 3.92( 
2H,sX4.26(2H.q,J=7.2Hz),4.6 1 (2H.sX6.61 (1 H,d, 
J=8.4Hz) r 7.17(1H,dd r J=8.4,2.4Hz),7.19(1H,d l J= 
2.4Hz) 


or -2-1 5 


ff-2 






s 


H,H 


Et 


oil 


1.29(3H,t,J=7.2HzX2.25(3H,sX2.92- 
2.99(4H,m),3.79(2H,sX4.26(2H,q,J=7.2HzX4.61( 
2H,s),6.61 (1 H,d,J=8.4Hz),7.09- 
7.26(7H,m),7-70(4H,s) 


Of -2-1 6 


a -3 




OHC- 


s 


H,H 


tBu 


oil 


1.47(9H,s).2.24(3H.sX4.28(2H,sX4.51(2H,sX6.6 
0(1H r d,J=8.4Hz) t 7.18- 

7.24(2Km) r 7.84(2H,d f J=8.7Hz),8.03(2H,d i J=8.7 
Hz),10.10(1H,d f J=0.6Hz) 



[0 2 0 5] 



ttlSE# 2004-3122689 



2004-121635 



^-v! 105/ 



[*7 7] 



5COCX 



No 



R1 



R2 X1 R3.R4 



or-2-17 



a -2 



2s x x3 

r 10 



mp 



Me 



H.H 



Me 



COOEt 



a -2-1 8 



a -2 



Me S H.H 



x 



a -2-1 9 



ar-2 



Me S I H.H 



F 3 C 



XT 



a -2-20 a -2 



Me S 



a -2-21 



a -2-22 



a -2 



Br I S 



Ot -2 



Br S 



^O^COOEI 



H.nPr 



NMR(CDCI3 or DMSO-d6) 



1 23(3H.t.J=7^Hz).1.66(3H.d.J=6. 
9Hz)2.22(3H.s).4.02(2H,s).4.20(2 
H q,J=7.7Hz).4.71(1 H.q.J=6.9Hz).6 
79(2H.d.J=9.0Hz).7.33(2H.d.J=9.0 
Hz).7.74(2H.d.J=8.1Hz).7.82(2H.d. 

J=8.1Hz) 



1 .06(3H.t J=7.2Hz),1 .23(3H,t J=7. 
2Hz) 1 93 — 

2.02(2H.m).2.22(3H,s).4.03(2H.s).4 

"4.23(2H.m),4.51 0 H.t,J=6.3Hz).6.8 
0(2H.d.J=9.0Hz).7-32(2H.d,J=9.0H 
),8.13(2H.d,J=8.4Hz).7.82(2H.d.J 

=8.4Hz) 



|3a 0.97(3H.t,J=7.2Hz).1.23(3H.t,J=7. 

2Hz).1.48-1.57(2H.m).1-86- 
96(2H.m).2.22(3H.s).4.02(2H.s).4 
9(2H.q.J=7.2Hz),4.54- 
-, 58(1H.m).6.79(2H.d.J=9.0Hz).7.3 
2(2H,d.J=9.0Hz).7.74(2H.d,J=8.1 H | 
z).7.81(2H.d.J=8.1Hz) 



oil 



55-57 



.cooa 



H,H 



^O^COOEt 



H.H 



0.90(3H.t.J=7.2Hz),1 .27(3H,t,J=7. 
2Hz) 1 55~ 

1.62(2H.m),2.22(3H.s),2.59(2H.t.J 
=7 5Hz),4.02(2H.s).4.24(2H.q.J=7. 
2Hz).4.61 (2H.s).6.62(1 H.d.J=8.1 H 

7!22(2H.m),7.74(2H.d.J=8.3Hz).7.8| 
1(2H.d.J=8.3Hz) 



1 .29(3H.t, J=7.2Hz).2.24(3H.s>.4.0 
2(2H.s),4^5(2H.q, J=7.2Hz).4.61 (2 
H.s).6.61 (1 H,d.J=8.4Hz).7.1 9- 
7.26(2H.m).7.48(2H,d.J=9.0Hz).7.9| 

8(2H.d,J=9.0Hz) 



1 3(K3H,t.J=7.2Hz).2.25(3H,s).4.0 
4(2H.s).4.25(2H.q.J=7.2Hz),4.61 (2 | 

H.s).6.62(1H.d.J=8.4Hz).7.19- 
7.23(2H.m).7.77(2H.d,J=9.0Hz).8.1| 

6(2H,d.J=9.0Hz) 



[0 2 0 6] 



ffiiE# 2004-3122689 



#02 004-121635 



^-v : 106/ 



[«7 8] 




CX^COOR 17 



R 1 O 



No 



a -3-1 



a -3-2 



Of -3-3 



Of -3 



R1 



Me 



or-3 ! 



Me 



a -3 



F 3 cr 



R2 



X1 



R3.R4 



F 3 C 



R17 



H.H 



Et 



H.H 



a -3-5' 



a -3-6 1 or-3 



jcn 



H.H 



H.H 



oil 



Me 



mp 



s) 3.98(2H,s).4.26(2H.a J=7,2Hz),4.61 (2 
H.s).6.56(1 H.d.J=8.4Hz).7.06- 
"l2(2H.m).7.41(2H.dJ=8.1Hz).7.68(2H| 

,d,J=8.lHz) 



2 25<3H.s).2.48<3H,s).3.7BW*1.s;/».w* 

H.s),5.01(2H,s),6.61- 
6.72(3H,m)J-50(2H.d,J=8.4Hz).7.68(2H 

,d.J=8.4Hz) 



Et 



Et 



Toll 



H.H 



H.H 



a -3-7 ff-3 p JCT^^ 



a -3-8 a -3 



F 3 C 



ja 



*-3-9 I Of -3 IF3C 



or-3-1o| a -3 |f 3 C'^^ 



Et 



Et 



NMR(CDC1 3 or PMSQ-d6) 
30(3H.t.J=7.2Hz) l 2.2H3H.s;.Z4U^ri. 



, 28(3H.t.J=7.2Hz).2.2K3H.s;.a.aq^n. 
s ),4.25(2H.q.J=7.2Hz).4.61(2H.s)6.57(1 
H .d.J=8.4Hz).6.90(1 H.d.J=9 ; 0Hz) 7 .07- 
7.1 2(2H.m).7.43(3H.m).7.56(2H.s) J.72C | 
2*H,d.J=8.4Hz) 

i29(3H.t.J=7.2Hz).2.21C3H.s;.3.yDV^n 
s).4.25(2H.aJ=7.2Hz),4.6l(2H.s).6.58(1 
H.d,J=9.0Hz).7.O9(2H.m).7.51- 
7 7AfflHm) 



129(3H,U=7.2Hz),2.23(3H.s).3.83(2H 
s) 4.1 2(2H.s).4.25(2H.q).4.61 (2H.s).6.59 
(1 H.d,J=8.4Hz).7.09-7.1 4<6H.m).7.7 1- 
7.72(4H.m) 



oil 



H.H 



Et 



H.H 



Et 



H.H 



H.H 



1.28(3H.U=7.2rteX2.19(3H.s;.4i3U«. 
s) 4 24(2H.q.J=7^Hz).4.56(2H.s).6.58(1 
H d J=8.4Hz).7.23(3H.m).7.41 - 
7!42(2H.m)J.52- 
7.55(2H.m).7.77(2H.4J=9.0Hz). 

r anr2H.d.J=9.0Hz) 



Rf = 0 34 ( EtOAc:Hexane-1 :3 



7 29(3H, t J=7.2 Hz), 2.2213H. s;. 
3 83(2H. s). 4.15(2H. s). 4.25(2H. q. 
J=7 2 Hz), 4.61C2H. s). 6.59(1H. d, 
J=7.8Hz), 7.09-7.1 2(2H. m). 7.23(2H. 
d. J=8.1Hz), 7.55C2H. d. J=8.1Hz). 
7.7 K4H, s) 



loll 



Et 



Et 



1 29(3H.t.J=6.9Hz).2.23(3H.s).3.84lzri / 
s) 4.1 5(2H.s).4.25(2Kq.J=7.2Hz).4.6K2 
H.s).6.60(1 H.d. J=8.1 Hz),6.99~ 1 
7.14(5H.m).7.29-7.35(1H,m).7.70- 

7/7l(4H,m) 



1 29(3H.tJ=7.2Hz).2^3(3H.s),3.baUH. 
sj 4 1 4(2Rs).4.25(2Kq,J=7.2Hz).4.6t(2 
H.s).6.60(1H.d,J=8.4Hz).7,09- 
7 13(2H.m).7.29-7.53(4H.m).7.71(4as)| 



[0 2 0 7] 



tBSE# 2004-3122689 



#H 2004-121635 



^->>: 107/ 



mi 9] 



x 



No 




R2 


X1 


R 9 R 10 


mp 


NMR(CDC!3 or DMSO-d6) 


a -4-1 


a-4 


nBuNHCH2- 


S 


OCH2COOtBu 


( 

( 


).93(3h.tJ=7.5Hz).1.33- 
!.60(13H.m),2.24(3H,s), 2.69 
'2H,t,J=6.9Hz), 

3.73(2H.s).4.1 2(2H.s).4.50(2H.s), 6.59 
[1 H,d.J=8.4Hz),7.1 5(1 H.dd,J=8.4,2.1 Hz), 
7.21(1 H. d. J=2.lHz),7.74(2H.d,J=8.1Hz). 
8.04 (2H.d, J=8.1Hz) 


a -4-2 


or -4 




S 


OCH2COOEt 




1.29(3H.t,J=7.2Hz),2.25(3H.s).2.44(4Hm),3. 
54(2H.s).3.68(4H.m), 

4.1 9(2H,q,J=7.2Hz),4.1 9(2H,s).4.25(2H. q. 
J=7.2 Hz).4.61(2H.s),6.61 (1H.d.J=8.4Hz). 
7.1 8(1 H, dd J=8.4.2.1Hz),7.22(1H,m), 
7.75(2H,d. J=8.4Hz). 7.96(2H.d.J=8.4Hz) 


a -5-1 


a-5 


-CH20Me 


S 


OCH2COOH 


105-107 


2.24(3H.s). 3.43(3H,s),4.1 2(2H,s). 
4.46(2H,s),4.66 (2H.s). 6.65(1 H.d 
J=8.5Hz),7.18-7.24(2H,m).7.76(2H. 
d.J=8.7Hz),7.88(2H.d,J=8.7Hz) 


a -6-3-1 


a? -6 


Me 


CH2CO 


OCH2COOMe 




2.26(3H.s),2.33(3H.s),3.08(2H,t,J=7.5Hz),3. 

50(2H.tJ=7.5Hz),6.72(1H.d.J=9.0Hz)),7.72- 

7.87(6H.m). 


a _g_4_1 


or -6 


Me 


CH2CO 


OCH2COOH 


191-194 


2.27(3H.s),2.34(3H.s).3.08(2H.t,J=7.2Hz),3. 
50(2H.tJ=7.2Hz),4.72(2H.s) t 6.77(1H.dJ=9. 
nu 7 ^ 7 73—7 88f 6H m) 


a -7-2-1 


or -7 


Me 


S 


CH2C(=NH)NHOH 




MS m/e 452 (MH+) ~~ 


a -7-2-2 


a-7 


Me 


0 


CH2C(=NH)NHOH 


152-154 


2.32(6H.s).3.42(2H,s),5.17(2H.s).6.8- 
fi Qnf9H ml 7 14C1H d J=7 8Hz).7 75(2H.dJ 
=8.1 Hz),7.84(2H.d.J=8.1 Hz) 
MS m/e 420 (MH+) 


Of -7-3-1 


a-7 


Me 


s 


H 


203- 
204.5 


2.29(3H,s),2.31 (3H,s), 
3.83(2H.s).4.06(2H.s),7.11-7.22(3H.m). 
7.76(2H,dJ=8.6Hz),7.82 (2H, d,J=8.6 Hz) 


a -7-3-2 


a-7 


Me 


o 




190-192 


2.33(6H,s),3.80(2H,s).5.18(2H.s).6.86(2H,m) 
,7.1 5(1 Kd,J=8.1 Hz).7.77(2H,d.J=8.7Hz),7.8 
7(2H.d.J=8.7Hz) 


a -7-3-3 


a-7 


Me 


s 




156.5- 
158.5 


2.18(3H.s),2.28(3H,s),4.01(2H.s).4.97(2H.s). 
6.75(1 H,dJ=8.4Hz),7.1 9- 
7.2K2H.m).7.74(2H.d.J=8.4Hz),7.80(2Kd,J 
=8.4Hz).9.93(1H.br) 


a -7-3-4 


a-7 


Me 


o 




163-165 


2.24(3H l s).2.32(3H,s).4.96(2H.s).5.14(2H.s). 
6.80- 

6.B8(3H,m).7.75(2H.d.J=8.6Hz).7.84(2H,d.J 
=8.6Hz) 


a -7-4-1 


a-7 


Me 


o 




166.5- 
168.5 


2.32(3H.s). 2.34(3Ks). 
3.68(2H,s).4.1 8(2H.s).5.1 9(2H.s).6.87- 
6.90(2H. m).7.12(lH.d. J=8.1Hz), 7.24 
(1H.br).7.75(2H.dJ=8.4Hz). 7.85(2H. d. 
J=8.4Hz) 



[0 2 0 8] 




mgE#2 004-3122689 



#M 2004-121635 



^-v: 108/ 



1*8 0) 

R 8 



No 




R1 


R2 


X1 


R3.R4 


R5 


R6 


R7 


R8 


R17 


mp I 


MMR(CDCI3 or DMSO-d6) 


a -8-1 


a -8 




Me 


O 


H,H 


H 


H 


H 


H 


DPM 


\ 


2.32(3H,s), 5.23(2H,s), 
* 1 H d J=l 5 9Hz) 7 01 (1 H s) 
7.05(2H.d.J=9.0Hz). 7.20-7.40(1 0H,m). 
7.51 (2H,d,J=a7Hz). 7.71 (1 Kd,J=1 5.9Hz), 
7.75(2H,d,J=8.7Hz). 7.84(2Hd.J=8.7Hz) 


a -8-2 


a -8 




Me 


0 


H,H 


OMe 


H 


H 


H 


DPM 




2.34(3HS).3.01(3H,s).5.20(2H,s), 
6.45(1 H,d.J=15.9Hz), 7.00- 

7.69(1 H,d.J=15.9Hz), 7.74(2H.d.J=B.7Hz). 
7.83(2H,d.J=8.7Hz) 


a -8-3 


a -8 




C02Me 


O 


KH 


H 


H 


H 


H 


DPM 




3.81 (3H,s), 5.41 (2H,s).6.46(1 Kd.J=1 6.2Hz 
X7.02- 

d.J=16.2Hz).7.78(2H,d,J=8.4Hz),8.09(2H 
d,J=8.4Hz) 


a -8-4 


a -8 




OCH2CF 
3 


O 


HH 


H 


H 


H 


H 


Me 




4.44(2H.q.J=7.8Hz). 5.27(2K$). 
6.47(1 H,d,J=16.2Hz). 

7.44(1 0H.m),7.53(2H.d. J=9Hz). 
7.71(1 H.d.J=15.9Hz), 
7.77(2H.d,J=8.4Hz),8.03(2H.d,J=8.4Hz) 


a -8-5 


or -8 




CH20C 
H3 


0 


KH 


H 


H 


H 


H 


DPM 




3.42(3H.s),4.50(2H,s),5.29(2H,s),6.46(1H. 
d.J=1 6.2Hz),7.01-7.06(2H.m),7.26- 

7 A1 f 1 91-1 tti^ 7 H ti J=8 7H2I 7 71 (1 H 
d,J=16.2Hz).7.78(2H.d.J=8.4Hz).7.93(2H 
d,J=8.4Hz). 


a -8-6 


a -8 


F 3 C^ 


H 


0 


H, 
4-F- 
C6H4 


H 


H 


H 


H 


DPM 




6.40(1 H,d. J=1 5.9Hz).6.5 1 (1 H.s),6.62(1 H.s 
),7.00-7.1 3(5H,m).7.28- 

7.56(4H,m),7.67(1 Hd,J=1 5.9Hz),7.70(2H, 
d,J=8.7Hz)/7.85(2H,d,J=8.7Hz) 


a -8-7 


or -8 




C02Me 


0 


H,H 


H 


Me 


H 


H 


tBu 




1 .54(9H,S),2.43(3H.S),3.81 (3H,S).5.38(2H 

,s),6.22(1 H,d.J=15.9Hz),6.B3- 

6.91 (2H,m) t 7.54(1 H.d. J=9.3Hz),7.78(2Hd. 

J=B.1 Hz),7.83(1 H,d.J=1 5.9Hz),8.09(2H,d, 

J=8.1Hz) 


of -8-8 


or -8 




CH2GC 
H3 


0 


H,H 


H 


Me 


H 


H 


Me 




2.44(3H,S),3.42(3H,S),3.80(3RS).4.50(2H 
,s),5.27(2H,s).6.28(1 H,d,J=1 5.9Hz),a85- 
6.93(2Km).7.53(1H.d 1 J=8.4Hz).7.74(2rid, 
J=8.7Hz).7-92(2H,d,J=1 5.9Hz).7.93(1 H,d, 
J=8.7Hz) 


a -8-9 


a -8 




H 


o 


H. 

4-F- 
C6H4 


H 




H 


H 


Me 




2.40(3H.S),3.79(3H.S) I 6.25(1 Hd.J=1 5.6H 
z),6.50(1 H.S),6.62(1 H.S).6.83- 
6.90(2H.m).7 .06-7.1 5(2H,m).7.46- 
7.56(3H.m),7.70(2H.d,J=8.4Hz),7.83- 
7.92(3H.m) 



[0 2 0 9] 



HiiE#2 004-3122689 



Sfrm 2004-121635 



^-v I 109/ 



[^8 1] 



No 




R1 


R2 


X1 


R3.R4 


R5 R6 F 


\1 R8 


R17 


mp N 


IMR(CDC!3 or DMSO-d6) 


a -8-10 


Of o 

F 




Me 


0 


H,H 


H Me 


H H 


Me 


2 

.£ 

6 

J 


.32(3H.S).2.44(3HS).3.80(3HSX5.21(2H 

>),6.28(1 H,d,J=1 5.9Hz),6.84- 
.92(2H.m).7.54(1Hd.J=8.4Hz).7.75(2Hd, 

l=8.4H2).7.84(2Hd.J=8.4Hz>,7.91(1Hd.J 

=l5.9Hz) 


a -8-11 


a -8 

1 




DH20Et 


o 


HH C 


)Me H 


H H 


Me 


1 

£ 

\ 


.26(3H.U=6.9Hz).3.58(2H,q,J=6.9Hz).3. 
l0(3Hs)A60(2Hs),5.35(2Hs),6.45(lHd. 
)=15.9Hz),7.02(1H,s),7.06- 
M3(3Hm).7.27- 

7.42( \ 0Hm).7.69(1 H.d.J=1 5.9Hz),7.77(2 
■id,J=8.4Hz),7.94(1 Hd. J=8.1 Hz) 


a -8-1 2 


a -8 


F 3 C^^ 


CH20Et 


o 


HH 


H Me 


H H 


Me 




l.23(3Ht,J=6.9Hz),2.44(3Hs).3.5B(2H,q. 
J=6.9Hz).3.80(3H.s),4.54(2H.s).a27(2Hs 
),6.28(1 H.d,J=1 5.9Hz).6.B7- 
B.91(2Hm).7.54(1 Hd.J=8.1 Hz),7.77(2Hd. 
J=8.4Hz).7.92(1 H.d, J=1 5.9Hz).7-93(2H,d. 
J=8.41Hz) 


a -9-1 


a -9 


F 3 C ^ 


CH20C 
H3 


s 


H,H 


H H 


H H 


Me 




3.44(3H t s),3.B0(3H,s).4.29(2H > s),4.51(2H 
s).6.40(1 Hd.J=1 5.9Hz).7.40- 
7.47(4H.m).7.63(1 H.d.J=1 &9Hz),7.76(2H 
dJ=8.4Hz).7.85(2H,d.J=8.4Hz) 


a -9-2 


a -9 




Me 


s 


H.H 


OCF H 
3 


H H 


Me 




2.31(3K8).3.8l(3Hs).4.1 1(2H l s),6.41(1 H, 
d.J=15.9Hz).7.34- 

7.60(4Hm).7.74(2Hd.J=8.4Hz).7.81(2Hd. 
J=8.4Hz) 


a -9-3 


a -9 




H 


s 


K 
4-F- 
C6H4 


H Me 


H H 


Me 




2.35(3HS).3.80(3H.S),5.68(1 HS).6.31 (1 H 
,d,J=1 5.9Hz),6.70(1 H,S).7.01 - 
7.10(2Hm),7.1 2-7.1 8(2Hm),7.39- 
7.48(3H.m).7.7 1 (2H.d, J=8.4Hz).7.86(2Hd, 
J=8.4Hz)7.86(1 Hd, J=1 5.9Hz) 


a -9-4 


a-9 




Me 


s 


H.H 


H Me 


H H 


Me 




2.29(3HS) ( £41(3HS).3.81 (3H.S),4.1 9(2H 
,s) > 6.33(1 Hd.J=1 5.9Hz),7.22- 
7.28(2H.m).7.49(1 H.d.J=9.0Hz).7.74(1 Hd. 
J=8.4Hz),7.B2(2H,d.J=8.4Hz).7.90(2Hd.J 
=15.9Hz) 


a -9-5 


a -9 




CH20M 
e 


s 


HH 


H Me 


H H 


Me 




Z41 (3HS).3.44(3HS).3.B1 (3H.s).4.28(2H 
,sX4.50(2Hs),6.33(1 H,d.J=1 5.9Hz),7.24- 
7.26(2Hm),7.49(lHd,J=9.0Hz),7.76(2Hd. 
J=9.0Hz).7.86(2H.d.J=9.0Hz).7.90(1Hd.J 




















=15.9Hz) 


a -9-6 


a -9 


F 3 C^ 


H 


s 


| H. 
4-F- 
C6H4 


H H 


H H 


Me 




3.79(3H.s).6.38(2H.d.J=1 6.2Hz).6.69(1 H.s 
).7.02-7.08(2Hm).7.31- 

^ /m/ci_l —\ "7 ftrtf 1 U A 1—1 fi 9\-\7} 7 71 f2H 

7.40^oH,my. /.oOv,» ri.a.j— 1 oxnt/, t.i \ \.^n« 
d.J=8.4Hz),7.86(2H.d,J=8.4Hz) 


a -9-7 


a -9 




Me 


s 


HH 


F H 


H H 


Me 




2.31(3H.s),3.81(3Hs)A19C2Hs).6.41(1H 
d.J=1 5.9Hz).7.22-7.27(2Hm).7.45- 
7.50(1 Hm),7.59(1 H.d.J=1 5.9Hz).7.75(2H 
d.J=8.4Hz).7.B2(2H.d,J=8.4Hz) 


a -9-8 


a -9 




Me 


s 


H.H 


OMe H 


H H 


Me 




2.28(3Hs),3.73(3H,s),3.87(3Hs),4.35(2H 
s),6.71 (1 H.d. J=1 5.9Hz),7.29- 
7.47(3Hm).7.63(1 H.d.J=1 5.9Hz).7.88- 
7.97(4H,m) 



[0 2 101 



mSE# 2004-3122689 



#H 2004-121635 



^-v! 110/ 



[*8 2] 



No 




R1 


R2 


XI 


R3.R4 | R5 


RB 


R7 


R8 


R17 


mp f 


MMR(CDCI3 or DMSO~d6) 


a -9-9 


a -9 

! 




CF3 


S 


H.H 


H 


Vie 


H 


H 


Me 


( 
1 


2.41 (3H.S).3.80(3Ks).4.27(2Ks),6.34(1 H. 
U=1 5.9Hz),7.25-7.28(2H.m).7.48- 
7.51(1H.d.J=8.7Hz).7.78(2H.d.J=a.4Hz) r 7. 
55(2Hd.J=8.4Hz).7.90(1 H.d.J=1 5.9Hz) 


a -9-10 


a -9 




CH20Et 


s 


KH 


H 


Me 


H 


H 


Me 


» 


|.27(3H,tJ=6.9Hz),2.41<3KS),3.60(2H.q. 
J=6.9Hz).3.80(3H.s).4.28(2H.s).4.55(2H.s 
).6.33(1 H.d, J=1 5.6Hz). 7.23- 
7.26(2H.m),7.47- 

7.50(1Hm).7.75(2H,d.J=8.4Hz).7.86(2Hd. 
J=8.4Hz).7.90(1 H,d.J=1 5.6Hz) 


a -9-11 


a -9 




Me 


s 


H.H 


H 


O 
Me 


H 


H 


Me 




2.30(3H.S).3.79(3Ks).3.89(3Ks).4.21(2K 
s).6.49(1 Kd. J=1 6.2HzX6.95- 
6.99(2H.m).7.41 (1 Kd,J=8.4HzX7.74(2Kd, 
J=B.7Hz).7.82(2Kd.J=B.7HzX7.90(1H.d.J 
=16.2Hz) 


a -Q-] 2 


a -9 




Me 


s 


H.H 


OEt 


H 


H 


H 


Me 




1 .50(3H.t J=7.2Hz).2.3 1 (3H.sX3.81 (3H.s). 
4.1 5(3H.q.J=7.2Hz).4.1 9(2H.s). 6.39(1 Kd. 
J=1 5.9Hz).6.97(1 H.d.J=1 ,2Hz).7.08(1 H.d 
d, J=1 .2Hz.9.0HzX7.42(1 H.d.J=9.0Hz).7.6 
2(1 Kd.J=1 5.9HzX7.73(2H.d.J=8.4Hz).7.8 
1(2H.d.J=8.4Hz) 


a -9-1 3 


a -9 




Me 


s 


KH 


OMe 


H 


Br 


H 


Me 




Z35(3H.s).3.81(3H.s).3.92(3H.s).4.11<2H 
s).6.41 (1 Kd. J=1 5.9Hz).6.93(1 Kd,J=1 .5H 
zX7.36(1 H.d,J=1 .5Hz).7.54(1 H.d.J=1 5.9H 
zX7.73(2H,d,J=8.4HzX7.79(2H.d.J=8.4Hz) 


cr-9-14 






Me 


s 


H.H 


H 


O 
Me 


H 


O 
Me 


Me 




2.31(3H.S).3.78(3H.sX3.88(6H.s).4.23(2K 
s). 6.62(2H.s).6.82(1 H,d,J=1 6.2HzX 
7.74(2H.d.J=8.4HzX 

7.81(2Kd.J=8.4Hz),8.04(1 H.d.J=1 6.2Hz), 


a -9-1 5 


or -9 




Me 


s 


H,H 


OEt 


H 


Br 


H 


Me 




1.52(3H.tJ=7.2Hz),2.35(3Ks),3.09(3Ks). 
4.1 5(2H.s).4.1 4(2Kq.J=7.2Hz).6.39(1 Kd. 
J=1 6.2Hz).6.92(1 H.d. J=1 .8Hz),7-33(1 H.d. 
J=1 .8Hz).7.52(1 H,d. J=1 5.9Hz) ( 7.73(2H.d. 
J=8.4Hz),7.79(2H,d,J=8.4Hz) 


a -9-1 6 


a -9 




Me 


s 


H.H 


Br 


H 


Br 


H 


Me 




2.34(3H,S).3.81 (3H.s),4.1 6(2H.s).6.42(1 K 
d.J=1 5.9Hz).7.48(1 H.d. J=1 5.9Hz).7.72- 
7.76(4KmX7.80(2H.d.J=8.7Hz) 




rv _Q 
C* « 




H 


s 


H.H 


H 


Me 


H 


H 


Me 




2.39(3Ks).3.80(3KSX4.1 9(2H,sX6.32(1 H. 
d. J=1 5.9Hz).6.52(1 H.sX7.1 7- 
7.20(2H,mX7.4O- 

7.45(3KmX7.67(2Kd.J=8.4Hz).7.89(1H.d, 
J=15.9Hz) 


a -9-1 8 


a -9 




H 


s 


HH 


OMe 


. H 


H 


H 


Me 




3.80(3H.s),3.93(3H.SX4.1 8(2H.sX6.39(l H, 
d.J=1 5.9Hz).6.54(1 Ks),7.07(1 H.dd,J=7.8. 
1.5Hz).7.32(1 H.d.J=8.1 Hz).7.40- 
7.43(2H,mX7.62(1 Kd,J=1 5.9Hz).7.64- 
7.67(2H,m) 


a-&-19 


a -9 




H 


s 


KH 


H 


5*2 


H 


H 


Me 




2.40(3H.sX3.80(3H.s).4.21 (2H.s),6.32(1 H. 
d.J=1 5.9HzX6.63(1 H.s).7.1 8- 
7.20(2KmX7.47(1 Kd.J=8.7Hz),7.71 (2Kd. 
J=a4HzX7.87(2H.d.J=8.4Hz).7.89(1H.d.J 
=15.9Hz) 



[0211] 



ffifE#2 004-3122689 



<&M 2004-121635 



<*—*J : 111/ 



1*8 3] 



No 




R1 


R2 


XI 


R3.R4 


R5 


R6 


R7 


R8 


R17 


mp 


NMR(CDCI3 or DMSO-d6) 


a -9-20 


or -9 




H 


s 


H.H 


OMe 


H 


H 


H 


Me 




3.80(3Rs).3.93(3Hs).4.20(2H.s).6.39(1H 
d, J=1 5.9Hz),6.64(1 H.s),6.97(1 H.d, J=1 .5H 
z).7.07(1 Hdd.J=1 .5Hz.8.1 Hz),7.32(1 H.d.J 
=8.1 Hz),7.62(1 H,d,J=1 5.9Hz).7.30C2Hd. J 
=8.1 Hz),7.84(2H,d ( J=8.1 Hz) 




_q 




CH20Et 




n, n 


OMe 


n 


n 


n 


me 




1 27C3H t J=7 0VKt\ 3 S1 (9Y\ n . 1—7 OVKtS 9. 
81(3Hs),3.93(3Hs),4.27(2Hs).4.57(2Hs). 
6.40(1 H.d.J=1 5.9Hz).6.98(l H,d,J=1.5Hz). 
7.09(1 Hdd, J=7.8,1 .5Hz),7.43(1 H.d, J=7.8 
Hz),7.63(1 H.d,J=1 5.9Hz).7.75(2H.d,J=8.1 
Hz) 7 86f1 H d J=8 1 Hz) 


a -9-22 


a -9 




Me 


s 


HH 


OMe 


H 


H 


Me 


Me 




2.30(3Rs).2.36(3H.s).3.82(3H,s),3.90(3H 
s).4.1 7(2Hs).6.34(1 Rd. J=1 5.9Hz).7.00(1 
H,s), 7.25(1 Hs).7.72-7.93(5H.m) 


a -9-23 


a -9 




CH20M 
e 


s 


H,H 


OMe 


H 


H 


H 


Me 




3.44(3H.s).3.81(3H.s),3.93(3Hs),4.26(2H. 
s),4.52(2H.s).6.41 (1 Rd. J=1 6.4Hz),6.98(1 
Rd, J=1.8Hz),7.09(1 Rdd,J=1 .8Hz,8.1 Hz), 
7.43(1 Rd,J=8.1 Hz), 7. 63(1 Rd.J=1 5.9 Hz), 
7.75(2Rd,J=8.7Hz).7.86(2Rd T J=8.7Hz) 


a -9-24 


a-9 




Me 


s 


H.H 


CI 


H 


H 


H 


Me 




2.32(3Rs).3.81(3Rs),4.23(2Rs),6.40(1R 
d. J=1 6.8Hz)J.37-7.41 (1 Rm).7.52- 
7.60(3Hm),7.74(2H,d,J=8.4Hz).7.81(2H t d, 
J=8.4Hz) 


a -10-2 
-2 


a-10 




Me 


s 


HH 


H 


H 


H 


H 


Me 




2.29(3Rs).3.80(3Rs),4.1 9(2Rs),6.4Q(1 H, 
d.J=1 5.9Hz).7.40-7.84(9H,m) 


a -10-2 
-1 


or-10 


F 3 C 


Me 


o 


HH 


F 


H 


H 


H 


Me 




2,35(3Rs).3.00(3Rs).5.31(2Rs), 
6.31(1Rd.J=15.9Hz).7.10- 
/,o*t\on,iTi^ / n,aj— i j.anzj, /. /o^n.u 
t J=8.1 Hz).7.84(2Rd.J=8.1 Hz) 


cr-10-2 
-3 


a-10 




Me 


o 


HH 


F 


H 


F 


H 


Me 




2.41 (3H.s).3.81 (3H.s),5.32(2H.s),6.34(1 H, 
d.J=1 5.9Hz).7.083(2Rd j=8.7Hz),7.52(1 H. 
d.J=15.9Hz).7.76(2Rd.J=8.4Hz).7.86(2R 
d,J=8.4Hz) 


a -10-2 
-4 


a-10 




Me 


s 


HH 


CF3 


H 


H 


H 


Me 




2.31 (3Rs),3.81 6(3H.s),4.247(2Rs),6.46 
3(1 Rd.J=15.9Hz).7.60-7.BO(8Rm) 


a -10-2 

-5 


a-10 




Me 


s 


HH 


H 


CF 
3 


H 


H 


Me 




2.31 (3H.s).3.82(3Hs).4.22(2Hs).6.39(1 H 
d,J=15.9Hz),7.56- 

8.0B(4Rm).7.74(2Rd.J=8.7Hz),7.B2(2Rd. 
J=8.7Hz) 



[0 2 12] 



ttitE# 2004-3122689 



#IS 2004-121635 



I 112/ 




No 




R1 


R2 > 


CI 


R3.R4 


mp 


NMR(CDCI3 or DMS0-d6) 


0-1-3 


0-1 




Me 


S 


H,H 1 


29-131 i 

s 


0.6.65(1 H,d,J=8.1HzX7.1 8- 
?.23(2H I m),7.74(2H f d t J=8.1Hz) r 7.82(2Kd 

J=8.1Hz) 


JS-1-4 


0-1 




Me 


O 


H,H 


136-138 ! 


2.28(3H,s),Z3 1 (3H f s)4.62(2H t s;,5. 1 3Un, 
s) r 6.71 (1 H,d,J=9.0) F 6.80(1 Kdd,J=9.0.2.7 
Hz),6.87(1 H,d f J=2.7Hz),7.75(2H,d,J=8.1 H 
z),7.84(2H,d,J=8.1Hz) 


£-1-6 


0-1 




Me 


s 


H,H 


134-136 


1 .88(3H,s)2.1 5(3H t s),3.24- 
3.27(4H.mX3.67(4H P U=4.8Hz),3.94(2H,s) 
? 4.69(2Ks),6.77(1 H,d.J=8.4Hz)7.1 5- 
7.21(2H f mXl3.00(1H f brs) 


0-1-7 


0-1 




Me 


o 


H,H 


126-127 


1 .94(3H,s)2.1 7(3H,s) l 3.28- 
3.32(4H,rr0.3.67- 

3.7(X4H,mX4.61(2H p s) f 4.90(2H f s),6,72- 
6.86(3H,m)1 2.89(1 H.brs) 


0-1-8 


0-1 




Me 


s 


H,H 


157-159 


2.21(3H r s).Z24(3H»,4.02(2H,s) f 4.66(2H, 
s),6.65(1 H,d,J=8.4Hz)J.20(1 H,dd,J=8.4.2 
.4Hz)J.22(1Km)J46(2H,d f J=9.0Hz) f 7.63 

(2H,d,J=9.0Hz) 


£-1-9 


0-1 






s 


H,H 


131-132 


2.22(3H.s) ? 3.93(3H f s),4.66(2H,s)6.62(1H, 

d,J=9.0Hz)7.14-7.16(2H,m) f 7.27- 

7.33(5H ( m) r 7.42-7.45(4H I m) 


0-1- 
10 


0-1 


.XX 




s 


H,H 


131-133 


2.22(3H f s),3.93(3H r s) > 4.67(2H,s)6.62(1H, 
d,J=8.1HzX7.10-7.14(2H,mX7.30- 
7.47(6H,mX7.70(2H,d,J=8.1 Hz) 


0-1" 
11 


0-1 




Me 


o 


Me T Me 


115-116 


" 1 .76(6H^),^20(3H i s) t 2.37(3H^) t 3.78(3H > 
sX4.56(2H r s),6.49-6.50(2H/nX 
6.67(1 H,mX7.75(2H,d J=8.1 HzX7.84(2H.d, 
J=8.1Hz) 



[0 2 13] 



UiiE# 2004-3122689 



#M 2004-121635 



^-v : 113/ 



No 


MM 


R1 


R2 


X1 


R3.R4 


mp 


NMR(CDCI3 or DMS0-d6) 


^ -1-12 


£-1 


jy 


Me 


s 


H.Et 1 


1 

15-117 


1 .07(3H,t, J=7.5HzX1 .98-2.1 6(2H,mX 
L20(3H,sX2.29(3H,sX4.04(1H,t,J=7.5Hz) 
4.65(2H,s),6.61(1 H,d,J=8.1Hz), 7.10- 
7.14(2H,m), 

7.74(2H f dJ=8.4Hz),7.81(2H,d,J=8.4Hz) 


£-1-13 


0-1 


jy 


Me 


s 


H, 

4-F-C6H4 


110-112 


2.29(3H,s) f 2.20(3H.s) f 4.67(2H,s),5.29(1H 
s) i 6.59(1H,d l J=8.4Hz) r 6.96- 
7.15(4H,mX7.32- 

7.37(2H,m) f 7.73(2H,dJ=8.4Hz)J.79(2H,d 
,J=8.4Hz) 


£-1-14 


£-1 


jy 




s 


H.H 


138-139 


2.23(3H,sX4.1 1 (2H f sX4.66(2H,d, J=3.6),3. 
34(1 H,br.sX 6.64(1 H.d, J=8.4HzX 7.1 6- 
7.29(2H,mX7.77(2H,d,J=8.4HzX7.95(2H f 
d,J=8.4Hz) 


£-1-15 


£-1 


*jy 




s 


H.H 


105-107 


2.24(3H,s),3.43(3H,s)A12(2H t s),4.46(2H 
r s),4.66(2H,s),6.65(1 H,d, J=8.5HzX7.1 8- 
7.24(2H,mX7J6(2Hd.J=8.7HzX7.88(2H, 
d,J=8.7Hz) 


£-1-16 


0-1 


jy 




s 


H.H 


oil 

183-186 
(as HClsalt) 


H,m),4.1 8(2H,sX4.64(2H,s) t 6.65(1 H,d,J= 
9.0HzX7.18- 

7.21(2H.mX7.74(2H,d,J=7.8HzX79(K2H,d 
f J=7.8Hz) 


£-1-17 


£-1 


,jy 




s 


H.H 


138-139 


2.23(3H,sX3.83(2H,sX4.12(2H,sX4.66(2H 
f sX6.64(1 Hd,J=9.0Hz),7.1 1 - 
7.16(2H,mX7.24- 

7.31(m,5HX7.Q8(2H,d,J=8.4HzX7.76(2H 
d,J=8.4Hz) 


£-1-18 


£-1 


F jy 


s 

o 


s 


H.H 


123-124 


2.23(3H,sX3.97(2H f sX4.67(2H.sX6.63(1H 
.d.J=8.1 HzX7.08-7.26(7H,mX 
7.70(2H,d,J=8-4HzX8.22(2H,d,J=8.4Hz) 


£-1-19 


£-1 


Me 


I 


s 


H.H 


126-127 


2^4(3H,s).2.44(3H.s) I 3.92(2H f sX4.66(2H 
,s>,6.64(1 H,d,J=8.1 Hz), 7.1 8(2H,dd, J=8.1 , 
1 8Hz) 7 22(2H.d.J=1.8Hz) 

1 till lL/r / V V V4 V W ■ *W« 


£-1-20 


£-1 


Me 


jy 


s 


H.H 


oil 


2.21(3H,s) l 2.40(3H,sX3.98(2H r s) ? 4.66(2H 
f sX6.60(1 H,d, J=8.1 Hz) f 7.08- 
7.1 2(2H,mX7.42(2H,d, J=8.1 HzX7.68(2H, 
d,J=8.1Hz) | 


£-1-21 


0-1 


Me 


r jy 


0 


H.H 


153-154 


2.25(3H.sX2.49(3H,sX4.62(2H,sX5.02(2H 
,sX6.65- 

6.73(3H,mX7.50(2H,d,J=8.4HzX7.68(2H, 
d,J=8.4Hz) 


£-1-22 


' 0-1 






s 


H.H 


136.5-137.5 


2.22(3H,sX3.95(2H,sX4.67(2H,SX6.62(1 
H.d f J=8.1HzX7.11- 

7.14(2H,mX7.47(2H,d,J=8.4HzX7.60(4H, 
s),7.72(2H,d,J=8.4Hz) 


£-1-2C 


1 £-1 






s 


H.H 


128-129.5 


2.22(3H,sX3.95(2H f s),4.67(2Hs),6.62(1H 
f d,J=9.0HzX7-1 3-7.1 5(2H,m),7.50- 
7.74(8H,m) * 



[0 2 141 



tiiiiE# 2004-3122689 



#H 2004-121635 

m 8 6 ] 



^-v! 114/ 



No 


pa nE*£ 


R1 

n i 


R2 


X1 


R3.R4 


mp 


NMR(CDCI3 or DMSO-d6) 


£-1-24 


0-1 f 


jy, 




S 


H.H 1 


< 

35-136 


L23(3H f s),3.84(2H,s),4.12(2H,s).4.67UH 
s),6.64(1H,d,J=9.0Hz),7.1 1- 
M4(6H,m),7.7W.72(4H,nri) 


£-1-25 




jy 




s 


H.H 


196-1 97.5 


2.1 9(3H,s),4.1 3(2H,s),4.55(2H,s),6.63(1 H 
d,J=8.4Hz),7.28(2H,m), 7.41- 
7.43(3H,s),7.53(2H,s),7.79(2H.d,J:=8.4Hz 

),8.31<2H f d,J=8.4Hz) 


£ -1-26 


£-1 




Ph — <\ i ^ 


s 


H.H 


137-138 


2.22(3H,s),3.87(2H,s),4.16(2H,s).4.65(2H 
,s),6.63(1 H,d, J=9.0Hz),7.1 4- 
7.21(4H ( m),7.34- 

7 t;fif7H 7 70C2H d J=8 1 Hz).7.78(2H. 
d,J=8.1Hz) 


£-1-27 


£-1 


jy 


BuNHCH2- 


s 


H,H 


177-178 


0.84(3h,t,J=7.2Hz),1.22- 
1.45C4H,m;,2.l4\ > 3n r s; f Z.00 
(2H,t,J=7.2Hz). 

3.72(2H,s),4.27(2H,s),4.63(2H,s), 
6.76(1 H.d, J=8.4Hz).7.1 5-7.23(2H,m>, 
7.91 (2H,d.J=8.4Hz), 8.08(2H,d, J=8.4Hz) 


£-1-28 


£-1 


jy 




s 


H.H 


150-152 


2.24(3H t s),2.93- 

2.30<4H,m),3.79(2H,s) f 4.67(2H,s>,6.65(1 

H,d,J=8.1Hz),7.09- 

7.29(7H,m),7.70(4H,s) 


£-1-29 


£-1 


<jy 




s 


H.H 


141.5-142.5 


2.23(3H,s),3.84(2H,s),4.12(2H,s),4,67(2H 
r s),6.64(1 H,d, J=9.0Hz),7.1 1 - 
7.13(2H,m)J.24(2H f d,J=8.7Hz) f 7.56(2H, 
d,J=8.7Hz),7.71(4H,s) 


£-1-30 


£-1 


jy 


F a CO 


s 


H.H 


130-132 


2.23(3H,s),3.85(2H,s) r 4.13(2H,s),4.67(2H 

,s),6.64(1 H,d, J=9.6Hz),6.99- 

7.1 5(5H,m),7.30-7.35(1 H,m) J.71 (4H,s) 


£-1-31 


£-1 


jy 




s 


H.H 


127-128.5 


2.23(3H,s),3.84(2H,s),3.84(2H,s).4.67(2H 
,s).6.63(1H,d.J=8.4Hz),7.1 1- 
7.14(2H,m)J.27-7.53(4H,m),7.71(4H,s) 



[0 2 15] 



t&SE#2 004-3122689 



#M 2004-121635 



^-y: 115/ 



[£8 7] 



No 




R1 


R2 


X1 


R6 


R9 R 10 


mp 


NMR(CDCI3 or DMSO-d6) 


£ -1-32 






Me 


S 


H 


Me 

^O^COOH 


121-122 


1.65(3H.d,J=6.9Hz),2.24(3H lS ),4.0 
3(2H.s),4.77(1H.q J J=6.9Hz),6.82(2 
H ( d,J=9.0Hz)/7.34(2H.d.J=9.OHz),7 
lAfou A I— ft 7 81 (2H cLJ=8 4 
Hz) 


0-1-33 






Me 


s 


H 


Et 

^O^COOH 


116-118 


1.09(3H.t.J=7.5Hz).1.99- 

2X)4(2H.m),2.24(3H.s),4.03<2H.s).4 

.56- 

4.60(1 H,m).6.82(2H.d,J=8.7Hz),7.3 
3(2H,d,J=8.7Hz).7.73(2H.d,J=8.5H 
z).7.81(2H.d.J=8.5Hz) 


£-1-34 






Me 


s 


H 


nPr 

^Oi^COOH 


75.5- 
77.5 


0.97(3H.tJ=7.2Hz),1.50- 
1.60(2H.m),1.91- 

2.00(2H.m),2.24(3H.s),4.03(2H.s).4 
.61- 

4.65(1 H,m),6.82(2H,d.J=8.7 Hz),7.3 
5(2H,d,J=8.7Hz).7.73(2H,d,J=8.7H 
z) t 7.81(2H.d.8.7Hz) 


£-1-35 


£-1 




Me 


s 


nPr 


^O^COOH 


85-87 


0.89(3H.tJ=7.2Hz).1.51- 

1.63(2H,m).2.24(3H.s),2.58(2H.tJ 

=7.2Hz),4.03(2H.s),4.66(2H,m).6.7 

0(1H.d,J=8.4Hz).7.17- 

7.24(2H.m),7.74(2H.d.J=8.6Hz),7.8 

1(2H,d,J=8.6Hz) 


£-1-3* 


i £-1 




Br 


s 


H 




150-151 


2.24(3H,s).4.03(2H,s)A66(2H.s).6. 
65(1 H.dJ=8.4Hz).7.21-7.26 
(2H.m), 7.47 (2H.d,J=8.7Hz). 
7.97(2H,d.J=8.7Hz) 



[0 2 16] 



fflfE#2 004-3122689 



2004-121635 



^-v : 116/ 



[«8 8] 




COOH 



No 




R1 


R2 


XI 


R3.R4 


R5 


R6 


R7 


RB 


mp 1 


SJMR(CDCl3 or DMSO-d6) 


/S -2-1 


0-2 


XX 


Me 


o 


H.H 


H 


H 


H 


H 


224- 
224.5 


2.35(3H,s). 5.25(2H,s), 
5.32(1 H,d.J=1 5.6Hz). 7.07(2H,d.J=8.7Hz). 
7.54(2H.d.J=8.7Hz). 7.65(1 Hd.J=1 6.2Hz). 
7.78(2H,d.J=B.4Hz). 7.88(2Kd.J=8.4Hz) 


0-2-2 


0-2 




Me 


o 


H.H 


OM 
e 


H 


H 


H 


235- 
235.5 


2.38(3H.s). 3.93(3H.s). 5.30(2Ks). 
6.33(1 Kd,J=15.9Hz). 7.01 -7. 20(3 Km). 
7.64(1 H.d.J=1 5.9Hz). 7.782(2H.d,J=8.4Hz). 
7 87(2H d J=8 4Hz) 


0-2-3 


0-2 


F 3 C 


C02Me 


o 


H.H 


H 


H 


H 


H 


201-203 


3.83(3H.s).5.43(2H.s).6.33(1 H.d.J=1 5.9Hz), 
7.06(2H,d l J=8.7Hz).7.54(2Rd,J=8.7Hz),7.6 
6(1 H.d.J=1 5.9Hz).7.80(2Kd.J=8.7Hz).8.1 0 
(2H.d,J=8.7Hz) 


0-2-4 






Me 


s 


KH 


H 


H 


H 


H 


214.5- 
215.5 


2.31(3H.s). 4.25(2H,s). 7.36-7.52(4HmX 
7.64(1 Kd. J=1 5.9Hz). 7.77(2 H.d. J=8.4Hz). 
7.85(2H.d,J=8.4Hz) 


0-2-5 


0"2 


FaCT^ 


OCH2 
CF3 


o 


H.H 


H 


H 


H 


H 




4.86(2H.q.J=9.0Hz). 5.45(2Rs). 

6.42(1 H.d,J=15.9Hz), 7.14(2H.d.J=8.1 Hz). 

7.56(1 H.d,J=15.9Hz), 

7.69(2H,d.J=8.4Hz), 

7.97(2H.d.J=8.4Hz).8.07(2H.d.J=8.4Hz) 


0-2-6 


0-2 




Me 


NH 


H.H 


H 


H 


H 


H 




2.26(3H.S). 4.45(2H.d.J-5.7Hz). 
6.1 8(1H.d.J=1 5.9Hz).6.72(2Kd.J=8.4Hz).6. 
82-6.90(1 H.m),7.36-7.50(3H.m). 
7.91(2H.d.J=B.4Hz). 7.96(2H.d,J=B.4Hz) 


0-2-7 






CH20 
CH3 


O 


H.H 


H 


H 


H 


H 


215-217 


3.43(3H.s).4.52(2Hs),5.03(2H.s).6.32(1Hd. 
J=15.9Hz).7.06(2H,d.J=8.7Hz).7.53(2H.d.J 
=8.7Hz),7.65(1 H.d,J=1 5.9Hz),7.79(2H,d, J= 

O lU, 1 ! "7 Q'kfOUl el 1— A 714? ^ 


0-2-8 


0-2 




H 


O 


H. 

4-F-C6H4 


H 


H 


H 


H 


211-213 


5.7 1 (1 H.s).6.38(1 Rd.J=1 5.9Hz).6.76(1 H.s). 
7.02-7.08(2H.m).7.33- 
7.50(6H r m).7.59(1 Rd.J=1 5.9Hz).7.72(2H,d. 
J=6\7Hz).7.87(2Rd,J=8.7Hz) | 


0-2-9 


0-2 




CH20 
CH3 


S 


H.H 


H 


H 


H 


H 


182-183 


3.45(3Rs).4.29(2Rs).4.52(2Ks),6.39(1H.d, 
J=16.2Hz).7.42(2Rd,J=8.7Hz),7.47(2H.d.J 
:=8.7Hz).7.63(1 H.d.J=1 a2Hz).7.77(2Rd,J= 
8.lHz).7.87(2H.d.J=8.1Hz) 


0-2- 
10 


0-2 




C02M« 


O 


H.H 


H 


Me 


H 


H 


195-196 


2.46(3H.S).3.82(3KS).5.40(2Ks),6.30(lKd 
.J=15.6Hz).6.85- 

6.94(2Rm).7.60(1Rd.J=8.4Hz),7.78(2Kd.J 
=8.4Hz),8.03(l Rd,J=1 5.6Hz).8.09(2Rd.J= 
8.4Hz) 



[0 2 171 



ffiSE# 2004-3122689 



#JH 2004-121635 



^-vl 117/ 



ms 9] 



No i 




R1 


R2 


X1 


R3.R4 


R5 


R6 R7 F 


IB mp 


!MR(CDCI3 or DMSO-d6) 


0-2- 
11 


0-2 

F 


C 


5H20 
CH3 


o 


H.H 


H I 


Vie H 


H 179-180 C 
2 
) 
€ 

i 


5DCI3 6 (300 MHz) 
.46(3H.S).3.42(3H,S).4.51(2HsX5.28(2Hs 

6.30(1 H,d.J=15.9H2),6.87- 
.96(2H,m).7.59(1H.d.J=8.4Hz),7.78(2Hd.J 
:8.7Hz).7.93(2H.d.J=8.7Hz).8.02(1H.d,J=1 
>.9Hz) 


0-2- 
12 


0-2 

I 




H 


o 


H. 

J-F-C6H4 


H 


Me H 


H 220-221 t 

) 


>.41(3H.S),6.26(1 H,d.J=1 5,9Hz),6.51 (1 H.S 
,6.62(1 H,S).6.86-6.93(2H^n).7 .06- 
M6(2H.m).7.48- 

7.58(3H.m).7.70(2H.d.J=9.0Hz).7.86(2Hd.J 
=9.0Hz)7.97(1 H.d.J=1 5.9Hz) 


R -2- 
13 


0-2 




Me 


o 


H.H 


H 


Me H 


H 206-207 


2.32(3H,S),2.46(3H.S).5.22(2Rs).6.30(lH.d 
J=l5.6Hz).6.86- 

6.96(2Km).7.59(1H.d.J=8.4Hz).7.76(2Kd.J 

=8.7Hz).7.85(2Hd.J=8.7Hz).8.02(1H,d,J=1 

5.6Hz) 
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H.H 


OC 
F3 


H H 
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2.30(3H,S).4.51(2Ks), 

6.64(1 H,d.J=1 6.2Hz). 7.60(1 Kd,J=1 5.9Hz). 

7.70-7.84(3Hm),7.91(2H.d.J=8.7Hz). 

7.95(2H,d.J=8.7Hz) 
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2.30(3H.S). 5.43(2Ks), 
6.49(1 H.d.J=l5.9Hz), 7.34- 
7.60(2Rm),7.54(l H,d,J=1 5.9Hz),7.71 (1 H.d, 
J=1 2.3Hz), 7.93(2H,d.J=8.4Hz), 
8.00(2H,d,J=B.4Hz). 
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F 
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H 


2.35(3H,S), 5.36(2Hs). 

6.61(1 H.d,J=16.2Hz). 

7.51 (1 H.d,J=1 6.2Hz).7.62(2H.d.J=9.6Hz), 

7.93(2H.d.J=8.1 Hz). 8.00(2Hd.J=8.1 Hz). 
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2.37(3H.S).5.70(1 H,S),6.32(1 H,d. J=1 5.9Hz 

),6.70(1H,S).7.01-7.10(2H,m).7.13- 

7.20(2Km).7.42- 

7.52(3H.m).7.72(2H.d,J=8.4Hz),7.87(2HdJ 
=8.4Hz)7.95(1 H.d. J=1 5.9Hz) 
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H 
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2.28(3HS).2.36(3H,S),4.42(2Ks).6.42(1Kd 
,J=15.9Hz).7.24- 

7.34(2Hm),7.67(1 H.d,J=8.1 Hz),7.74(1 Rd.J 
=1 5.9Hz).7.91 (2H.d.J=8.7Hz).7.96(2H.d,J= 
8.7Hz) 
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).6.35(1 H.d, J=1 5.9Hz).7.25- 
7.27(2Hm),7.52(1Hd,J=9.0Hz)/7.76(2Hd.J 
=8.4Hz).7.86(2H.d > J=8.4Hz).7.99(1H.d.J=l 
5.9Hz) 
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5.7 1(1 H.s),6.39(1 H,d,J=1 6.2Hz).6.69(1 H.s). 

7.02-7.08(2Km).7.32- 

7.49(6H.m).7.68(1 H,d.J=1 6.2Hz).7.71 (2H.d. 

J=a4Hz).7.86(2H,d.J=8.4Hz) 
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J.88(3H,s).4.43(2H.s),6.41 (1 H,d.J=1 6.2Hz), 
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J=8.4Hz),7.82(2H,d,J=8.4Hz) 
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2.31(3H.s).3.94(3H,s),4.1 8(2H,s), 6.40(1 H.d. 
J=1 5.9Hz).7.02(1 Hd,J=1.5Hz;.7.lOu H.aa, 
J=l.5Hz,7.8Hz),7.42(1H.d.J=7.8Hz).7.63(1 
H,d.J=1 5.9Hz).7.74(2H,d,J=8.1 Hz).7.82(2H 
,d.J=8.1Hz) 
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2.42(3H.S),4.27(2H.s),6.32(1 H,d.J-1 5.9Hz) 
.7.25- 

7.28(2H.m).7.51 (1 H.d t J=8.7Hz).7.79(2H.d.J 
=8.4Hz).7-88(2H,d,J=8.4Hz),7.91 (1 H,d.J=1 
5.9Hz) 
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1.27(3H.t,J=6.9Hz).2.43(3H.S).3.60(2Kq.J 
=6.9Hz).4.30(2H.s).4.56(2H,s;.6.34UH.d,J- 
15.9Hz).7.25- 

7.28(2Hm).7.75(2Hd,J=8.4Hz).7.87(2Hd.J 
=8.4Hz),7.99(1 H t d.J=1 5.9Hz> 
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2.30(3H.S),3.89(2Hs),4.22(2H.s).6.47(1H.d 
,J=16.2Hz),6.96- 

7.00(2H.m).7.43(1H,d,J=8.4Hz;,7.75l2H.a,J 
=8.7Hz).7.82(2H,d,J=8.7Hz),7.92(1H.d.J=1 
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2,30(3H.s),3.86(3H.s).4.1 8(2H.s). 6.70(1 H.d, 
J=1 5.9Hz).7.39(1 H.s).7.51 (1 H.d.J=1 5.9Hz). 
7.58(1 H.s).7.90(4H.s) 
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=6.6Hz),4.21 (2Hs),6.69(1 H,d.J=1 5.6Hz).7. 
37(1 Hs).7.50(1 H.d.J=1 5.6).7.56(1 Hs).7.90 
(4H.s) 
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>.33(3H.S).4.1 6(2H,s).6.41 (1 H,d,J-1 5.9Hz) 
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> 41(3H.S).4.20(2H,s).6.33(1 H.d.J=1 5.9Hz) 
6.53(1 H,s).7.19-7.21 (2H,m).7.40- 
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3.94(3H.S),4.1 9(2H.s),6.39(1 Kd.J=1 5.9Hz) 
6.54(1 H.s).7.08(1 H.dd.J=7.8.1.5Hz),7.32(1 
H,d.J=aiHz),7.40-7.44(2H f m),7.62- 
7.67(2H,m),7.68(1 H.d.J=1 5.9Hz) 
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2.28(3H.S), 3.78(6H,s). 4.04(2H,s). 
6.66(1 H,d.J=15.9Hz), 
6.98(2H.brs).7.54(1 Hd.J=1 5.9Hz). 
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2.30(3H,SX 3.06(3H,s),4.1 7(2H,s). 
6.7l(1H.d,J=15.9Hz), 

7.36(1 H,brs),7.45(1 Hbrs).7.52(1 H.d.J=1 5. 
9Hz).7.80-8.00(4H,m) 
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2.40(3H,s).4.1 2(2Ks),6.31(1 H.d,J=15.9Hz), 
6.66(1 H,s).7. 19- 

7.21 (2Hjn).7.50(1 H.d.J=8.4),7.72(2H.d.J=8 
.1 Hz),7.87(2H,d,J=8.1 Hz).7.90(1 H.d.J=1 5.9 
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3.95(3H,s),4.21 (2H,s),6.39(1 H.d, J=1 6.2Hz). 
6.68(1 H,s),7.02(1 H.d,J=1 .5HzX7.08(1 H.dd, 
J=1.5Hz.8.1 Hz),7.33(2H.d.J=8.1 Hz).7.62(1 
H.d,J=1 6.2Hz),7.72(2H,d,J=8.1 Hz),7.86(2H 
,d,J=8.1) 
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1.27(3H,t,J=7.2Hz).3.62(2H,q.J=7.2HzX3.9 
4(3H r s).4.28(2Ks).4.58(2Ks),6.41(lH,d t J= 
1 5.9Hz).7.00(1 H.d.J=1 .5Hz).7.1 2(1 Kdd.J= 
7.8.1 .5Hz).7.45(1 H.d.J=8.1 Hz).7.72(1 H,d,J 
=1 5.9Hz),7.75(2Rd.J=8.1 Hz).7.86(1 H.d,J= 
8.1Hz) 
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1 .21 (3H.t J=7.2Hz).3.59(2H.q.J=7.2Hz).3.9 
1 0(3H.s).4.61 (2H.s).5.35(2H.s).6.31 (1 H.d. J 
=1 5.9Hz).7.06- 

7.14(3H.m).7.64(1 H.d,J=1 5.9Hz).7.77(2H,d. 
J =8.1 Hz).7.94(1 H,d.J=8.1 Hz) 
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1.22(3RtJ=7.2Hz),2.46(3H,s),3.59(2Kq.J 

=7.2Hz).4.55(2Ks).5.29(2Hs),6.30(1H.d.J= 

15.9Hz).6.88- 

6.93(2H.m).7.59(1H.d.J=8.7Hz)7.77(2Kd.J 
=8.1 Hz).7.94(2Hd.J=8.1 Hz).8.01 (1 H.d.J=1 
5.9Hz) 
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2.28(3H.S). 4.57(2Rs), 

6.69(1 H.d, J=1 5.9Hz). 7.64(1 H.d. J=1 5.9Hz). 

7.82-8.08(7Km), 
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7.91(2H,d.J=8.7Hz). 7.97(2H.d.J=8.7Hz) f 
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7.1 1 (2H,m).7.42(1 H.d,J=7.8H2) .7.63(1 Hd.J 

=1 5.9Hz),7.76(2H.d,J=8. 1 Hz).7.86(2H.d, J= 
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6.61(1 H.d,J=15.9Hz). 
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8Hz).7.81 (1 H,d,J=1 5,9HzX789(1 Kd.J=8.4 
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7.96(2Hd.J=8.7Hz), 
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2.29(3H.S). 4.51 (2H.s). 
6.56(1 H.d,J=16.2Hz). 7.24- 
7.47(2H,m).7.59(1 H,d,J=1 6.2Hz). 
7.78(1 H.t J=8.1 Hz),7.90(2Kd, J=B.7Hz). 
7.96(2H.d.J=8.7Hz) 
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7.41 (1 H.dd. J=1 .5Hz).8.4Hz),7-53- 
7.55(2H,m).7.56(1 H.d.J=1 5.9Hz) .7.75(2H.d. 
|J=8.4Hz).7.84(2Rd,J=8.4Hz) 
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